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(54)TUIc: CARBOXYLIC ACID DERIVATIVES AND DRUGS CONTAINING THE SAME AS THE ACTIVE INGREDIENT 




(57) Abstract 

Compounds represented by general formula (I), nontoxic salts thereof or hydrates of the same; and peroxisome proliferator-activated 
receptor regulating agents containing the same as the active ingredient, wherein each symbol is as defined in the specification. Because of 
having an effect of regulating PPAR receptor, the compounds of the general formula (I) are useful as hypoglycemic agents, lipid-lowering 
agents, preventives and/or remedies for diseases associating metabolic errors (diabetes, obesity, syndrome X, hypercholesterolemia, 
hyperlipoproteinemia, etc.), hyperlipemia, arteriosclerosis, hypertension, circulatory diseases, overeating, ischemic heart diseases, etc., HDL 
cholesterol-elevating agents, LDL cholesterol and/or VLDL cholesterol-lowering agents and drugs for relieving risk factors of diabetes or 
syndrome X. 
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y oil . X— C-COOR 71 



V> 3 

(v-i) - T> 



R 3 



R« R 9 A3 ' 

R \ / (V) 



|1W A^-C-COOR 7 ' 1 

^ - 
R 3 



A 3 ' 

(V-2) 
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(VI) 
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T 4 14 «£ET K45 It * j&S , v 'J * y * t tz 14 * >f M v v »jr A £ M V> 

^«a#tcE«L^^!»j4 > &ft©#are£icgggi$*ia 0 j^i4, mm 

10 ^A, hVxf;i/7TA ^W5>, SMf-A'T 3 >, v*n^>f-;i/ 

(i) -?m2ti2>*%mt&®nt, &tto*te^*si-4ttftftitt*= 

.x? >yju ^>-t£>yju h;i/x>7.;i/* -Y-tef- 

mmmm 

25 (i) r^s*t&*i^fl:^«*»ppAR5&»#«iiffitt*^rt*i 

PPAR a7^ hfgft, PPARy T=f-X h iSftiJ 4 TF P P A R £ T =f 
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5 7 h\ SfctiTwo-'WrV ^ mfAtttttitoTV^^itftfflLfc. 
>5i;>4ft-B (TK) yn*-^-JET^'>7x5- Wtfc34fc3l 
•^^-fcLT, PicaGene Basic Vector 2 (iSiSfc, *^n^ No. 

309-04821) i^^>7x7- eflHt*fe?-*$J 9 Hi U TK'/n^-i'-H 
o p TK)3 (^n^f^^tt, *^n^No. 6179-1) *^St^OT'nt- 

10 LTTKynqE-^- (-105/+51) iETOA'S'?*? — tfitfc 

Sffi^B^TfcSGa 1 4 5&4>JS£Bftk U A S * 4 011 »3iiL^>^ 
BSW*# AU 4 X U A S -TK-L u c . **»U l"#-*-fltfc 

15 ssfhhi-i : g a 1 4&&fo®&mmi&uzx.>»>v-- mm 

5'-T(CGACGGAGTACTGTCCTCCG)x4 AGCT-3' 
0«G a 1 4SS©DNA«^««©*^#*'>^*3SH|S[rtg#fft h P 

par 7 tlz\±8$&fc<DViry Kte-^tt %M&2*ttz**7 

6£flS-f t-i&TWX 7 MfoSLfco -$tzt>h, PicaGene Basic Vector 

20 2 OSAfc, jfti^ *^D^ No. 309-04821) ig*®^? - 1 I 

G a 1 4g60DNAtt'&®*, l#Bri»<b 1 4 7#§2 "C^T 5 
£ 3 - K-T S D NATH- tbPPARa, y i tz\±$Mfc<D V 2f> Ktt^fi 
25 K"f*DNAj**7 «fc 7 KI^LT, PicaGene Basic Vector 2 
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if y K»£$tt*> T S / *33£li S V - 4 0 T-antigengl*^ #fr v ^ * , 
AlaProLysLysLysArgLysValGly (ffi?!l#-^ 2 ) £ 

5 x>xt LT, >7;i/J->-»f^^-7^^->^t:' h-7\ TyrPro 
TyrAspVa lProAspTyrAl a (E^"J#^ 3 ) t SHRffjb^ K 
> fc*KE1- a «t ? £ D N AE^iJ i: Ltz„ 

fE^g&fr^ R. Mukherjee h (J. Steroid Biochem. Molec. Biol., 5J., 157 (1994)#fl8) % 
10 M E. Green h (Gene Expression., 4, 281 (1995)#fiS) , A Elbrecht^ (Biochem 
Biophys. Res. Commun., 224, 431 (1996) # M t tz t± A Schmidt <b (MoL 
Endocrinology., 1634(1992)#^.) KffifcSflfcli r- P P A R^W^^Jt^ 

thPPARa'jr/ r*«WW:-SerW-.Tj r*« 
15 t hPPARy 'J K2S^& : S e r "6-T y r*» 
KhPPAR^'jr/ Kfir&«* : S e r «9-Ty r *» 
(HFPP.AR7 l££#> P P A R 7 2%®fo-? tt S e r204-Ty r 506 

**fe?fc#t ~1^<> PP AR'J ify K£f^&£X& L 
20 fcGal45fiODNA8^««, 1 #B**> 1 4 7#B $~?<DT < J ®E?lJ 
<Dfr*n- Kt6DNA£#t£3§S£^*-&#^TflI!iL£o 
2) thPPARa, 7 i/clid^&fcfflV^^v?^-- t?T?-tM 

ffi±ail6kLrfflv^cv-iiBll6tt*tttc(j c oTJ&*L^ e t£k*>, ^ 
/ws? amU-y^tis. (DMEM) K^H&JgjfiLif (GlBCOBRLtt, 
25 ^ No. 26140-061) fc&ftft 1 0 «fc ^ «SnU § fcKfcttR 5 0 U/ 
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m 1 w^yij >Gt 5 Op g/m 1 <D«* h VfY^A v>£}JDx.£igifc 
KIT, 5%&Kj5T*+, 3 7 

^*--*-«f£i\ Ga 1 4-PPAR*S^^^-©PiDNA*m±ffll& 
rt^Ai"^ 1^7^7i?v3 >«U jHlfi*^ *1 Ocm dishK2 X 

5 1 06cells*j|SL-Ci3#, jmmt#$4:v^iiii-c-0«feMHft^*ttLJt«, TO 
ilOml ZMz-tZo l^-?-&fz;^l Ofig. Gal 4-PPARH^^ 
9 9 -0.5 fx g ^UpofectAMINE GIBCOBRLtt, * * U 9 No. 18324- 

012) 5 0^ 1 * <fc < SfO U -LfEJ&*dishfc8ani Lfc 0 37 1CCJff«* 5-6 
BfTOlt, 10ml ©2*f^J&jBlfll» (GIBOOBRLtt, * * O ^ No. 26300-061) 

10 2 0 JOxTto 3 7 *C?-SW&# L£&, ffllfe* h 'J ?*/ 

{C<fc oTfrfJc£-t*\ 8000 cells/ 10 0ml DMEM— 1 0 %£#TJfiLft/wdl«>|II 
I6»9 6^-/l/-H:ll»lU a»nWF*L«fi3W»LfcfcS, IfcSe 
i teo2#aUK*^tf*HWft'&«ODMEM-l 0%»*fJfiLi*»8tl 00 

// 1 *aaniLfc. 3 7^42^11, tfti^o-c* 

15 5/7*?—tfiStt*«gLfc. 

PPAR a T*-Z hffittKHLTIi, P PAR a fc*#LT#*»C/l'*>"7 jl 

9-<«^OCT*«ttft-C**lltt>*l!ll<k^»*^<"9->f 9V> (Eur. J. 
Biochem., 233, 242 (1996) ; Genes & Development, 10, 974 (1996)#M) 1 0 fi Mffi 

20 *HStt*3E2 l£*Lfc. 

PPAR7 hflHtKMLTHU PPARy CWLTttt:;Vv7x 

»ttWJ!IWI:#* h n 9 Vs (Cell, S2, 863 (1995), Endocrinology., 122, 4189 
(1996)*3 X Xfj. Med. Chem., 22, 665 (1996)#,^) 1 0 ft Wg&0£<r>fr v 7i7- 

25 *iStt*i.ot Lfzt$<D*%wtt&m.0f 1 Mmm<nmm&zu2 2\zm 

Ltzo 
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3*2 1 


PPAR «7=f. 










2. 1 


mnm2 (5) 


0. 8 


%mmz (1 1) 


3. 2 


%mmz (12) 


1. 7 


^2 2 


P P A R 7 7 =f : 








H«2 (12) 


1. 4 
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%2 3 

P PAR $ 7=T-X bfett 





m. (hm) 

0 1.0 10.0 


%mm (2 2) 

Il«2 (9 3) 

%mme 


1.0 9.3 6 6.7 
1.0 3 6.1 5 4.7 
1.0 11.9 6 1.6 



noma * trm^m* o&rftm : 

it&KKAy/TaV** ( 1 » 7 BE) * 79tft (#M3 5 ~ 4 0 g) tAft, $ 

H^^SB (OB) , fcfi, jflLttHlisitrjfit^lBK (MJ^V-te'J K (TG) 
H) K&o*< #W£*t£v\ SB i ») 2 BNU (w/w) 

^ttmrn-, <*> t < tttoMMftzo (Dvmnttio ma 3 b i 013 : omc^ifiLfc 

10 > h n - A/» , #&9Hfc£4fr» (0.03%ft^£^tr&;fcgm) 



S2 4 





Mil (mg/dl) TGil (mg/dl) 
3B 3B 


£1600 2 (1 2 ) 
&fl38.9mg/kg/day 


495+35 558±107 
214±19* 221 ±66* 



* : p<0.01 vs 3 > Y tf -)V (18f7E) 
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it&SDyyh (1»7E) £6iaft*-eAW&> y>W-^ICT, lil 

ntmmu (ob) 9:oocii&ito»<bi*ifiiu «, i« (h;^u 
5 -bv k (to it) , mmmmm (nefa) , ®uuatu-)u (to m 

fc«k*#fr»t*fTfcv\ £><?*-*-©#Wil**MIRfcLfco IB, 17:00 
*c*HW'fl:'&«Sr0.5%*/nK*'>^f-^-fe^n-^ (CMC) *»«fc*C»j» 
iP«4L. EnHK-fcaUXf-D-JUft (f^r-^XV^-tt, CRF-1&* 
®#(35.5%f--f7fft> 1.5%3l/**n-/K 0.5% n-;i>$£ji£-L £*><£>) 
10 fcttLfco 

1 B §9 :00UE»R«lllL**TfcV\ #S^t^M#m?>Jf[l4'J3t« 
(T G> NEFA> TCI) *H£Lfco *S:££^2 5 (C*-fo 4*, 
lfc<£fjfil 0mgX3/k g/dayC«Of^4*fT«:ofc. &flfi:{±3> 

15 W±M#>htl%frvtZo 



^2 5 





TCffi NEFAil 
(mg/dl) (mg/dl) (jiEq/l) 


n y h n— ;i/ 
*tt*I2 (12) 


188±5 147±9 489±66 
70 ±5** 100±14* 178 ±14** 



* : p<0.05 vs n y y n (1^7E) 
** : p<0.01 vs n > h n (1|£7E) 



KKAy/TaV «> * KJ3 £ jfiUf* £ WiMftTftffl ttJ»«J?i*iSll&JliLjE^<0 
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5 

rau %mm, mm, -»kd-ax, *3i/*fn-;nu£, mvxs&m. 

10 WBfrfc XV s / ttz itmmi HDLn^fo- )V±.m\ > 

LDLnl/^ro-^i^/JtliVLDL ^V^T-u-^ay^PM. UK. 

tihOymW^? P AR a 7=f-* hftfflfc J: Xf/ifzit P P AR r 7 * 

15 b^ffl*wLrv»*fcii), jMwrm mn&rm, mmm, mm, ->> 

S/ > K n - A X »; * * 7 7 ? * -ft* ^» AHHtt't^ A fifr#J t 

Sfc, -tt* (i) T^$*i&*»^k^», J tnbmmm&, fcjrr* 

*t&0*flU»liPPAR <S 73*-X hflUfl&WLTv^fctf), HDLnl/Xr 
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mm 

«*u tumm* ftttm. imm®m~xt)%% 

J*A— A*fc*K HKoS, 1 mg^t>1000mg©f6H-e, 
1 0 103Hb»B»nfi#3*t*j9\ $fctt*A-A*fc»K liico^ 0.1 
mg^f>10 0ragOiit% 1 Blll*<bS:@#£P£4 (0iL<tt, ft 
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mk mmimu %itn, -mm. mm. ®mu 

0&n&5-<Dtztb<D&mitixiu mm, mmwL, nmm&zTfmmmi 
15 immttzim® Lx%^z>®j&<D-&m\i&^tz> 0 &mm, vt-ottz 
ii*ti&±<Di&m>inz®mz®m, mmtzuzutz-ttxm^bti&o ®%i 

20 ^ Tz/<?*ywt. v**- h 8 o (fiftffii) m , fiflMtifcU 

25 ^U^M-<Otz^<0^<0^<omMtLX\U X>t'D*tz\tZ:tl\>l±.<D?m.m 
K*£*> #&KJ:0&#3:ftSftffl»SiJ, ffeWak igLypk *-fv 
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m<Dm&j3miM*.\f%mmft% 2,868,691 ^£ £0^3,095,355 

5 <!5«$itTV^ 0 



15 gEgffll 



20 3-kKn^">^>X7^ftK (2 0g) , ?uu*1-)V*J-)\,x--7-)\< 
(25ml) Vfu Mfrs-T-PT XV ( 1 1 4 m 1 ) h 7 K 

uyyy (300ml) MKT 1 Wfett# Lfc 0 RlSfi^iBUC*** 

25 g^^'JAW^A^ovh^?^- (A^>:SRiffl/=2 5 : 
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i) -cifimu te%m * #t * %mit&®> (2 3 g ) 

TLC:Rf 0.65(^^-9-^ : ^x^;i/= 3 I 1); 

NMR (CDC1 3 ) : S 9.98 (s, 1H), 7.42-7.56 (m, 3H), 7.30 (m, 1H), 5.24 (s, 2H), 
3.50 (s, 3H) Q 

^2 

3-* h*v* h^v^>^l/7^3-A' 




10 

jjcfjHfcT^-^A 'Jf-?£ (690mg) Ofh7kKD77> (60 

m 1 ) mmm^^m 1 -eM&L/dfc^ (3.o g ) otfn ku77> 

(4 0ml) ?§«UPx., MjS-e3 OMjILto RJfc&^&K&flHM 

xfjl.= 3 : 1) U TiB«1i£#1-*^gft^ (2.5 g) 

TLC : Rf 0.39 (^^-9- >: ^^^=3 : l); 

NMR (CDCI3) : d 7.25 (t, J = 7.5 Hz, 1H), 7. 10-6.95 (m, 3H), 5.20 (s, 2H), 4.70 
(d, J = 6 Hz, 2H), 3.50 (s, 3H), 1.75 (t, J - 6 Hz, 1H)„ 

20 

3-* h*v* h^v^>vf;l/-/n^ K 
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2 -CSB6 Ltztt&m (2.48 g)*^H7x-W^7^ (4.64 g ) 

o&ilt + vy (i50mi) ftNKKHJlftftX (7.34 g) £tra;i> ^S-C3 0 

»f^= 5 : 1) mil, tewii * #1- a mmit^m (4.41 g ) 

TLC:Rf 0.71 : Rflfrxf-A^ 2 I 1); 

10 NMR (CDC1 3 ) : 8 7.25 (t, J = 7.5 Hz, 1H), 7. 10-6.95 (m, 3H), 5.20 (s, 2H), 4.45 
(s, 2H), 3.50 (s, 3H) 0 



15 



##^J3-C«Lfdfc^ (4.41 g) , T-*7V a-jumtrjl, (l.5ml) , 
»V-)A (2.45 g) fcitfatffl:*';-** (2 5 Omg) OT-feh-hU* 
20 (5 0ml) JBAtt«3MS%L^ 9 %tt«ftM L 

5:1) U TfBfctttt*#tS*«ffr&* (2.81 g) *#fc 0 

TLC: Rf 0.57(^^r-9"> I ^xf-;b=2 : 1); 

NMR (GDQ 3 ) : S 7.25 (t, J = 7.5 Hz, 1H), 7.05-6.90 (m, 3H), 5.20 (s, 2H), 3.80 
25 (s, 2H), 3.75 (s, 3H), 3.50 (s, 3H), 3.10 (s, 2H) Q 



# #ffl)4 
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2- (3-bKn^y7x-Wfm) • * T^J-Xt^ 



HO 



CH 3 



5 



&%M4-Cm&Ltzit&y) (2.81g) (2 0ml) j§i£K4N- 

»v^t^>}§jK (iimi) fcjrax., g&-e3 o^m#L^ 0 
io &m^)u=5 : i) -cjstsu TU%s&mzGirz>Mmit&® (2.i6 g ) *# 

TLC:Rf o.45(^^r-9-> : S^-^;w=2 : 1); 

NMR (CDa 3 ) : 8 7.20 (t, J = 7.5 Hz, 1H), 6.90 (d, J = 7.5 Hz, 1H), 6.85 (d, J = 2 
Ha 1H), 6.75 (dd, J = 7.5, 2 Hz, 1H), 5.05 (s, 1H), 3.80 (s, 2H), 3.75 (s, 3H), 3.10 
15 (s, 2H) 0 

mm 

2- (3- (4- (4-^f^7x^) f7 , /-;l'-2-'f;Ml+v) 7 
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^MS-CWkltzitit® (0.30 g) ZM<k*?-U> (l 0ml) fc»#u 
2-tKn^>^f;i/-4- (4-^f;i/7x-;v) f7/-;v (0.34 g) 
^h^x-WX?^ (0.44g) Ztiaz-X, gfc-esfrfflimLtZo RSBm 
5 &®mzi, I' -TVVU^tf- )V V M^) v > (0.56g) -HlPxT, £fi-? 

io ik&m (0.51 g) 

TLC:Rf 0.56(^*"9-> : gfc$Ji?-;l/= 3 : 1); 

NMR (CDCI3) : 5 7.79 (d, J = 8.2 Hz, 2H), 7.44 (s, 1H), 7.22-7.30 (m, 3H), 
6.91-7.05 (m, 3H), 5.42 (s, 2H), 3.81 (s, 2H), 3.72 (s, 3H), 3.08 (s, 2H), 2.39 (s, 3H) Q 

15 mmi (1) ^^mi a 3 7) 
20 m m (i) 

6- (3- (4- (4-^f^7x-^) f7y-^-2-^;Mh^ry) 7 
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H 3 C 




CH 



'3 



HjC:Rf 0.75 C^*^ W^.^^=2 I 1); 

NMR (CDa 3 ) : 8 7.48-7.66 (2H,m), 7.43 (1H, s), 7.28-7.10 (3a m), 6.88-6.72 
5 (3H, m), 5.41 (2H, s), 3.66 (3H, s), 2.59 (2H, t, J=8.0Hz), 2.39 (3H, s), 2.30 (2H, t, 
J=7.5Hz), 1.74-1.46 (4H, m), 1.45-1.16 (2H, m)o 

mm (2) 

5- (3- (e7i-;l'-4-'f;M h^rv) 7i-;W) * >U • 
10 J-^7-)V 



HjC:Rf 0.57(^^-9"> St^x^;i/=4 II); 
15 NMR (CDC1 3 ) : d 7.30-7.62 (m, 9H), 7.20 (m, 1H), 6.77-6.83 (m, 3H), 5.08 (s, 
2H), 3.64 (s, 3H), 2.60 (t, J = 6.8 Hz, 2H), 2.32 (t, J = 6.8 Hz, 2H), 1.59-1.66 (m, 
4H) 0 

(3) 
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4- (3- (t'7x-il/-4-'fW h*v) 7x-;l/) 7*>$-*^;i/x 




TLC:Rf 0.65(^^> : B^^f-;u=3 :i); 

NMR (CDC1 3 ) : d 7.57-7.64 (m, 4H), 7.31-7.53 (m, 5H), 7.22 (m, 1H), 6.78-6.87 
(m, 3H), 5.09 (s, 2H), 3.66 (s, 3H), 2.64 (t, J = 7.5 Hz, 2H), 2.33 (t, J = 7.5 Hz, 2H), 
1.96 (tt, J = 7.5, 7.5 Hz, 2H) C 

mm m- u) 

4- (3- (4- (4-^f;l/7x^^) fT , /-^-2-^;M h*i/) 7 



H 3 C 



15 




TLC:Rf 0.59 (^*^>- : g^g?J.f-;U=3 II); 

NMR (CDCI3) : 5 7.79 (d, J » 8.0 Hz, 2H), 7.44 (s, 1H), 7. 18-7.26 (m, 3H), 6.81- 
6.87 (m, 3H), 5.41 (s, 2H), 3.66 (s, 3H), 2.64 (t, J =7.5 Hz, 2H), 2.39 (s, 3H), 2.33 
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(t, J = 7.5 Hz, 2H), 1.95 (tt, J = 7.5, 7.5 Hz, 2H) G 

4- (3- (2- (5-^f^-2-7x-;Vt+t , /-^-4-'f;i') x h 




TLC : Rf 039(^**)-> S^f^=3 : 1); 
10 NMR (CDC1 3 ) : 5 7.98 (m, 2H), 7.38-7.46 (m, 3H), 7. 17 (m, 1H), 6.72-6.77 (m, 

3H), 4.23 (t, J =7.0 Hz, 2H), 3.66 (s, 3H), 2.98 (t, J = 7.0 Hz, 2H), 2.60 (t, J = 7.5 
Hz, 2H), 2.38 (s, 3H), 2.32 (t, J = 7.5 Hz, 2H), 1.93 (tt, J = 7.5, 7.5 Hz, 2H) C 

15 6- (3- (2- (5-^^-J\y-2-yjL~)Ut^V-)U-4-^)^) 
7x-^) ^W^Sfc • ^^x^r ;v 




20 TLC:Rf 0.51 (^4r"9"> : gfcB£x^;u = 3 : 1 ) ; 

NMR (CDQ 3 ) : S 8.04-7.92 (2H,m), 7.50-7.36 (3H, m), 7.16 (1H, t, J=8.0Hz), 
6.80-6.60 (3H, m), 4.23 (2H, t, J=7.0Hz), 3.65 (3H, s), 2.98 (2H, t, J=7.0Hz), 2.56 
(2H, t, J=7.5Hz), 2.38 (3H, s), 2.29 (2H, t, J=7.0Hz), 1.75-1.52 (4H, m), 1.44-1.26 
(2H, m) 0 
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mm (7) 

5- (3- (2- (5-*?-P- 2 -7xc;l/t^ty-^- 4 -4 )l>) xl> 




TLC:Rf 0.28(^^r"9-V : B^^f"^=5 : 1); 

NMR (CDa 3 ) : S 8.03-7.94 (2H,m), 7.49-7.36 (3H, m), 7.23-7. 12 (1H, m), 6.78- 
10 6.68 (3H, m), 4.23 (2H, t, J=7.0Hz), 3.65 (3H, s), 2.98 (2H, t, J=7.0Hz), 2.64-2.52 
(2H, m), 2.38 (3H, s), 2.38-2.26 (2H, m), 1.75-1.58 (4H, m) 0 

2- (3- (3- (\£7*-)U-4-y()\,* 7x-;i/) ynk:>ft) 

15 • ^f^x7f^ 




TLC:Rf o.73(^*-9-> : : l); 

20 NMR (CDa 3 ) : 8 7.57-7.64 (m, 4H), 7.3 1-7.53 (m, 5H), 7.22 (dd, J = 9.0, 7.6 Hz, 

1H), 6.79-6.86 (m, 3H), 5.10 (s, 2H), 3.72 (s, 3H), 3.23 (s, 2H), 2.71 (t, J =7.4 Hz, 
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2H), 2.65 (t, J = 7.4 Hz, 2H), 1.93 (tt, J = 7.4, 7.4 Hz, 2H) 0 
mm (9) 

2- (3- (3- (4- x~;U) f-7V-;U-2--f 

5 v) y^-P) -fu\£)Vf-t) SS^f-^w 




TLC:Rf 0.68(^^r^> ! fit^f-^=2 : 1); 
10 NMR (CDa 3 ) : $ 7.79 (d, J = 8.0 Hz, 2H), 7.44 (s, 1H), 7. 18-7.26 (m, 3H), 6.82- 

6.88 (m, 3H), 5.41 (s, 2H), 3.72 (s, 3H), 3.22 (s, 2H), 2.71 (t, J = 7.5 Hz, 2H), 2.64 
(t, J = 7.5 Hz, 2H), 2.39 (s, 3H), 1.92 (tt, J = 7.5, 7.5 Hz, 2H) 0 

wmi O-oj 

15 6- (2- (2- (5-^f-;w-2-7ji-;u^^-9-y-;u-4--<;i/) h 
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HjC:Rf 0^1(^^r-9-> : ^x^;u=5 : l) ; 

NMR (CDCI3) : S 7.95-8.00 (m, 2H), 7.40-7.45 (m, 3H), 7.02-7. 17 (m, 2H), 6.81- 
6.89 (m, 2H), 4.25 (t, J = 6.4 Hz, 2H), 3.65 (s, 3H), 2.99 (t, J - 6.4 Hz, 2H), 2.56 (t, 
J = 7.8 Hz, 2H), 2.38 (s, 3H), 2.26 (t, J = 7.8 Hz, 2H), 1.46-1.76 (m, 4H), 1.22-1.45 
(m, 2H) 0 

*ifcttl (1 1) 

2- (3- (e7x^-4->f )V* h*y) 7x-;Mf^fi) mk- * 




TLCrRf 0.56(^**r> : &&xf-;i/=3 I 1)1 

NMR (CDa 3 ) : <5 7.57-7.63 (m, 4H), 7.34-7.52 (m, 5H), 7.24 (dd, J = 8.1, 7.7 Hz, 
1H), 6.87-7.00 (m, 3H), 5.10 (s, 2H), 3.80 (s, 2H), 3.71 (s, 3H), 3.07 (s, 2H)„ 

2- (3- (2- (5 -Pif-^- 2 -7ai-;Ut^-9-y-;L/-4 -^f^) 
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TLC:Rf 0.36 (^^V : WfM^^=3 I 1); 

NMR (CDa 3 ) : 8 7.95-8.00 (m, 2H), 7.37-7.44 (m, 3H), 7.20 (dd, J = 8.0, 8.0 Hz, 
1H), 6.87-6.90 (m, 2H), 6.80 (dd, J = 8.0, 2.5 Hz, 1H), 4.24 (t, J = 6.7 Hz, 2H), 3.77 
5 (s, 2H), 3.70 (s, 3H), 3.07 (s, 2H), 2.98 (t, J = 6.7 Hz, 2H), 2.37 (s, 3H)„ 

mm i (13) 

5- (2- (2- (5-^f/l'-2-7x-Wt'/-^-4-'fJl') i h 



TLCrRf 0.59 I Siif^=2 ! 1)1 

NMR (CDC1 3 ) : S 8.05-7.95 (m, 2H), 7.45-7.35 (m, 3H), 7.20-7.05 (m, 2H), 6.90- 
15 6.80 (m, 2H), 4.25 (t, J = 6.5 Hz, 2H), 3.65 (s, 3H), 3.00 (t, J = 6.5 Hz, 2H), 2.60 (t, 
J = 7 Hz, 2H), 2.40 (s, 3H), 2.25 (t, J = 7 Hz, 2H), 1.80-1.45 (m, 4H) C 

U 4) 

6- (2- (4- (4-ptf-;i/7x^;U) )V* 7 

20 s.=-)V) • >^;i/^7.r^ 
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TLC:Rf 0.55(^\^r^> : S^xf-;i/=5 : 1); 

NMR (CDCI3) : 8 7.79 (d, J = 8.0 Hz, 2H), 7.44 (s, 1H), 7.24 (d, J = 8.0 Hz, 2H), 
5 7. 15-7.22 (m, 2H), 6.91-6.98 (m, 2H), 5.42 (s, 2H), 3.65 (s, 3H), 2.73 (t, J = 7.6 Hz, 
2H), 2.39 (s, 3H), 2.32 (t, J = 7.4 Hz, 2H), 1.61-1.77 (m, 4H), 1.38-1.50 (m, 2H) C 

2- (3- (3- (2- (5-^f^-2-7z-HW-Jl/-4-^) 
10 xb^rv) 7x-;V) 7*Dt'^f*) Sig^fil'XXf^ 




TLC:Rf 0.29 (^#"9- > : Mxf;i^=4 : 1); 
15 NMR (CDQ 3 ) : S 7.95-8.00 (m, 2H), 7.40-7.46 (m, 3H), 7.17 (dd, J = 8.1, 8.1 Hz, 
1H), 6.72-6.77 (m, 3H), 4.23 (t, J = 6.8 Hz, 2H), 3.71 (s, 3H), 3.22 (s, 2H), 2.98 (t, J 
= 6.8 Hz, 2H), 2.67 (t, J = 6.8 Hz, 2H), 2.63 (t, J = 6.8 Hz, 2H), 2.38 (s, 3H), 1.90 (tt, 
J = 6.8, 6.8 Hz, 2H) 0 

20 mm n «n 

2- (3- (2- (tT7i-;W-4-W )V) xh^y) 7x^^fW) 
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5 TLC :Rf 0.48 -(f^Ws. I fti?xf-;l/ = 3 I 1 ) ; 

NMR (CDa 3 ) : 5 7.53-7.61 (m, 4H), 7.30-7.47 (m, 5H), 7.22 (dd, J = 8.2, 8.2 Hz, 

1H), 6.78-6.92 (m, 3H), 4.21 (t, J = 7.0 Hz, 2H), 3.79 (s, 2H), 3.71 (s, 3H), 3. 14 (t, J 
= 7.0 Hz,2H), 3.09(s,2H) o 

10 liU (1 7) 

2- (4-^no-3- (2- (5-^f^-2-7x-WW-;V-4 




15 

TLC : Rf 0.41 I gfc$x-f ;W= 2 ! 1); 

NMR (CDC1 3 ) : S 8.00 (m, 2H), 7.50-7.35 (m. 3H), 7.27 (d, J = 8.0 Hz, 1H), 6.94 

(d, J = 2.0 Hz, 1H), 6.83 (dd, J = 8.0, 2.0 Hz, 1H), 4.30 (t, J = 6.5 Hz, 2H), 3.75 (s, 
2H), 3.71 (s, 3H), 3.05 (s, 2H), 3.05 (t, J = 6.5 Hz, 2H), 2.42 (s, 3H)» 

20 

mm U &) 

2- (4 -*nn-3 - (4- f7V-^-2-'f^ 
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H 3 C 




TLC:Rf Q.6l(^^> : ft»xf^=2 I 1); 
5 NMR (CDCl 3 ) : S 7.78 (d, J = 8.0 Hz, 2H), 7.45 (s. 1H), 7.34 (d, J = 8.0 Hz, 1H), 

7.23 (d, J = 8.0 Hz, 2H), 7.11 (d, J = 2.0 Hz, 1H), 6.93 (dd, J = 8.0, 2.0 Hz, 1H), 
5.49 (s, 2H), 3.77 (s, 2H), 3.69 (s, 3H), 3.01 (s, 2H), 2.38 (s, 3H) 0 

^*fcfl«l (19) 

10 2- (3- (Vf7i-^-4 -4 h^rv) -4-^nn7x-;MW 




15 TLC : Rf 0.62 > I 2:1); 

NMR (CDCI3) : 8 7.70-7.35 (m, 5H), 7.58 (d, J - 8.0 Hz, 2H), 7.43 (d, J = 8.0 Hz, 
2H), 7.33 (d, J = 8.0 Hz, 1H), 7.03 (d, J = 2.0 Hz, 1H), 6.88 (dd, J = 8.0, 2.0 Hz, 
1H), 5.22 (s, 2H), 3.77 (s, 2H), 3.70 (s, 3H), 3.00 (s, 2H) C 
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m m i (20) 

2- (3 - ( (2E) -3- (^71^-4-^^) yn^;^^y) 7 




TLC:Rf 0.63 (^^-9- > I 8feg£x^;l/ = 3 : 1); 

NMR (CDC1 3 ) : S 7.53-7.63 (m, 4H), 7. 15-7.50 (m, 6H), 6.74-6.93 (m, 4H), 6.45 
(dt, J = 16.2, 5.7 Hz, 1H), 4.73 (dd, J = 5.7, 1.4 Hz, 2H), 3.81 (s, 2H), 3.72 (s, 3H), 
10 3.09 (s, 2H) 0 

2- (3- (3- (kf7x-;i/-4-^ ;w) yosK^rv) 7x^;Mf^f#) 




TLC:Rf 0.66 ! S|Jif^ = 4 ! I); 

NMR (CDa 3 ) : 5 7.19-7.61 (m, IOH), 6.79-6.92 (m, 3H), 4.00 (t, J = 6.2 Hz, 2H), 
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3.80 (s, 2H), 3.72 (s, 3H), 3.10 (s, 2H), 2.86 (t, J = 7.7 Hz, 2H), 2.14 (m, 2H) 0 
(2 2) 

2- (3- (2- (5 -^f-Jl'- 2 -7x-;^^t7-;l/- 4-4 )V) xh 




TLC : Rf 0.50C\*^> ! |fc$xf-;l/= 2 : 1); 
10 NMR (CDC1 3 ) : 8 8.00-7.95 (m, 2H), 7.50-7.35 (m, 3H), 7.20 (m, 1H), 6.90-6.75 
(m, 3H), 4.25 (t, J = 7Hz, 2H), 3.70 (s, 3H), 3.60 (s, 2H), 3.00 (t, J = 7Hz, 2H), 2.40 
(3H, S)a 

15 2- (3- (tf7x-)U-4->f JM h*v) lf'jr/-5-^^f*ft) 




20 TLC : Rf 0.22 (HsRxf-/U : ^^Mf > = 1 : 2)1 

NMR (CDCI3) : (5 8.32 (d, J = 3.0 Hz, 1H), 8.18 (d, J = 2.0 Hz, 1H), 7.70-7.30 (m, 
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10H), 5.16 (s, 2H), 3.81 (s, 2H), 3.72 (s, 3H), 3.06 (s, 2H)o 

liii (2 4) 

2- (3- (4' -7Dtf/UkT7x.=.fl/-4->Ol/^ J*3fv) 7x-^^fjl^ 
5 fifc$ • ^■f-A/J.^f*' 



H 3 C 




TLC:Rf 0.65 >: gfc$x^;W=3 : 1)1 

10 NMR(CDC1 3 ): 5 7.60 (d, J = 8.4 Hz, 2H), 7.51 (d, J = 8.2 Hz, 2H), 7.49 (d, J = 

8.4Hz, 2H), 7.25 (d, J = 8.2 Hz, 2H), 7.24 (dd, J= 7.7, 7.7 Hz, 1H), 6.87-7.00 (m, 
3H), 5.10 (s, 2H), 3.81 (s, 2H), 3.72 (s, 3H), 3.08 (s, 2H), 2.63 (t, J = 7.4 Hz, 2H), 
1.68 (tq, J = 7.4, 7.4 Hz, 2H), 0.98 (t, J=7.4 Hz, 3H)o 

is mm m (25) 

2- (3- (4- (fcf'J v>-4--f;U) 7xiJMKv) yjL-fr*?-)}/ 

**) BfcSS- ^f-^x^f^ 
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TLC:Rf 0.50 (fc&*Tn>); 

NMR (CDa 3 ) : S 8.67 (d, J = 4.5 Hz, 1H), 8.66 (d, J = 4.5 Hz, 1H), 7.67 (d, J = 
8.6 Hz, 2H), 7.50-7.58 (m, 4H), 7.26 (dd, J - 8.0, 8.0 Hz, 1H), 6.80-7.01 (m, 3H), 
5 5.13 (s, 2H), 3.81 (s, 2H), 3.72 (s, 3H), 3.09 (s, 2H)o 

(2 6) 

2- (3- (4- WJ>-Z-4 )V) 7x-^ h^fy) 7x-Wff 



TLC:Rf on^Ws ^=1 : 9); 

NMR (CDCI3) : S 8.86 (d, J = 2.4 Hz, 1H), 8.60 (dd, J = 5.0, 1.6 Hz, 1H), 7.89 
15 (ddd, J = 8.0, 2.4, 1.6 Hz, 1H), 7.62 (d, J= 8.2 Hz, 2H), 7.55 (d, J = 8.2 Hz, 2H), 
7.38 (dd, J = 8.0, 5.0Hz, 1H), 7.26 (dd, J = 8.0, 8.0 Hz, 1H), 6.87-7.01 (m, 3H), 
5.13 (s, 2H), 3.81 (s, 2H), 3.72 (s, 3H), 3.09 (s, 2H) 0 

mm (2 7) 

20 2- (3- (4- (1, 3-^*^rt'fV7>-5-'fM 7xiJM h#v) 



10 
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CH 3 



TLC : Rf 0.48 > : gf=$x-f ;W = 3:1); 

NMR (CDa 3 ) : S 7.54 (d, J = 8.4 Hz, 2H), 7.47 (d, J = 8.4 Hz, 2H), 7.25 (dd, J = 
5 7.9, 7.9 Hz, 1H), 6.86-7.08 (m, 6H), 6.00 (s, 2H), 5.09 (s, 2H), 3.81 (s, 2H), 3.72 (s, 
3H), 3.08 (s, 2H) 0 

(2 3) 

2- (3- (4- (tf V i/y-2 -4 7x-;M 7x-Wf;i/ 
10 Tt) • *T)V J-T.Tfr 



TLC:Rf 0.47(^^-9-V : S^x^;i/=2 ! 1) ; 
15 NMR(CDC13): S 8.70 (d, J = 4.6 Hz, 1H), 8.01 (d, J = 8.6 Hz, 2H), 7.74-7.77 (m, 
3H), 7.54 (d, J = 8.6 Hz, 2H), 7.24(m, 1H), 6.75-7.00 (m, 3H), 5.13(s, 2H), 3.80 (s, 
2H), 3.72 (s, 3H), 3.08 (s, 2H) 0 

ggfiftflll (2 9) 
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2- (5- (\f~7 JL-fr- h*y) -2-- hn7x-JMf)l/f 




TLC:Rf 0.38(^3f-tf-> : ftRx?-/U=4 'I 1) ; 

NMR (CDC1 3 ) : d 8. 14 (d, J = 9.0 Hz, 1H), 7.57-7.65 (m, 4H), 7.45-7.52 (m, 3H), 
7.36-7.45 (m, 2H), 7.08 (d, J = 2.8 Hz, 1H), 6.97 (dd, J =9.0, 2.8 Hz, 1H), 5.22 (s, 
2H), 4.22 (s, 2H), 3.71 (s, 3H), 3.07 (s, 2H) 0 

mm LASH 

2- (3- (tT7oL-;i/-4--f;i/> b*v) - 4 h- o 7 xx;M +»,f> 



15 




TLC:Rf 0.34(^^r>9-> : ft||xf;l/=4 I 1); 

NMR (CDCI3) : 8 7.85 (d, J = 5.5 Hz, 1H), 7.53-7.63 (m, 6H), 7.42-7.48 (m, 2H), 
7.33-7.38 (m, 1H), 7.20 (d, J= 1.0 Hz, 1H), 7.01 (dd, J =5.5, 1.0 Hz, 1H), 5.31 (s, 
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2H), 3.83 (s, 2H), 3.71 (s, 3H), 3.00 (s, 2H) 0 

2- (3- (4- (1, Z- t J***)-4vy>-A-4)V) 7x-W^y) 
5 7xi;V^W*) gfcg& • ^f;l/X7f>V 



TLC : Rf 0.52 > I ft®?^^= 3 : 1 ) ; 

10 NMR(CDC1 3 ): * 7.74 (d, J = 8.4 Hz, 2H), 7.50 (d, J = 8.4 Hz, 2H), 7.24 (dd, J = 
7.8, 7.8 Hz, 1H), 6.80-7.09 (m, 6H), 6.02 (s, 2H), 5. 11 (s, 2H), 3.80 (s, 2H), 3.71 (s, 
3H), 3.08 (s, 2H) 0 

mm (3?) 

15 2- (3- (2 - 7i-W/-A'-4-'fW h^y) .7i-WfW 




20 TLC : Rf 0.38 (^^^ > I ftKxffl/= 4 I 1 ) ; 

NMR (CDC1 3 ) : d 7.92-7.99 (m, 2H), 7.43-7.48 (m, 3H), 7.32 (t, J = 1.0 Hz, 1H), 
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7.26 (dd J =7.9, 7.9 Hz, 1H), 6.90-7.04 (m, 3H), 5.27 (d, J = 1.0 Hz, 2H), 3.81 (s, 
2H), 3.72 (s, 3H), 3.09 (s, 2H) C 

5 2- (3- (2- (5-^f-;W-2- (4-^f;i'7x-^) 




10 TLC:Rf 0.81 (^4r"t> I Bfc$x?-;U = 1 : 1 ) ; 

NMR (CDC1 3 ) : S 7.86 (d, J = 8.2 Hz, 2H), 7.25-7. 16 (m, 3H), 6.90-6.76 (m, 3H), 
4.24 (t, J = 6.7 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 3H), 3.08 (s, 2H), 2.97 (t, J = 6.7 Hz, 
2H), 2.39 (s, 3H), 2.37 (s, 3H) 0 

15 m!SM 1 (34) 

2- (3- (2- (2-7x^7^-^-4-^) x 7x^)1/ 




20 

TLC : Rf 0.39 C^"^ \ gfc$xf->l/=4 II); 

NMR (CDCI3) : 8 7.92-7.96 (m, 2H), 7.41-7.46 (m, 3H), 7.23 (dd, J = 8.4, 8.4 Hz, 
1H), 7.07 (s, 1H), 6.81-6.93 (m, 3H), 4.37 (t, J= 6.6 Hz, 2H), 3.79 (s, 2H), 3.71 (s, 
3H), 3.31 (t, J = 6.6 Hz, 2H), 3.09 (s, 2H) Q 
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mm (35) 

2- (3- (2- (5->^;u- 2 - (4- h »; 7;w^D.pt^;v7x-;i') * 
5 ;u 




HjC:Rf 0.22(^^r-t> : M^f-^=2 I 1); 
10 NMR(CDa 3 ): S 8.09 (d, J = 7.6 Hz, 2H), 7.69 (d, J = 7.6 Hz, 2H), 7.19 (m, 1H), 
6.89 (m, 2H), 6.8 (d, J = 7.2 Hz, 1H), 4.25 (t, J = 6.5 Hz, 2H), 3.78 (s, 2H), 3.72 (s, 
3H), 3.09 (s, 2H), 2.99 (t, J = 6.5 Hz, 2H), 2.41 (s, 3H) 0 

.nm m (3 6) 

15 2- (3- (2- (2-7x^iW-;l/-4-^V) 7x- 

20 TLC:Rf 0.40 > : ifif^= 3 I 1 ) ; 

NMR (CDC1 3 ) : S 8.00-8.05 (m, 2H), 7.58 (s, 1H), 7.41-7.46 (m, 3H), 7.23 (dd, J 

= 8.0, 8.0 Hz, 1H), 6.81-6.93 (m, 3H), 4.29 (t, J = 6.5 Hz, 2H), 3.79 (s, 2H), 3.72 (s, 
3H), 3.09 (t, J = 6.5 Hz, 2H), 3.09 (s, 2H) 0 
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xw mi (37) 

2- (3- (2- i5-*f-*-2- (4-7Wn7x-» 
-4-4 )V) ih^rv) 7x-JMWt) • ^fJH^f* 



5 




TLC : Rf 0.62(^^r^> I 1 I 1); 

NMR(CDC1 3 ): 5 7.96 (m, 2H), 7.06-7.24 (m, 3H), 6.91-6.74 (m, 3H), 4.23 (t, J = 

6.6 Hz, 2H), 3.77 (s, 2H), 3.71 (s, 3H), 3.08 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H), 2.38 (s, 
10 3H) 0 

m m (3 8) 

2- (3- (2- (5-^f-;U-2- (1, 3-$>**1M yy>-S-4)V) 

15 




TLC:Rf 0.84(^^-9-> : ftS?xf-;P= l : l); 
20 NMR (CDCI3) : 5 7.52 (dd, J = 8.0, 1.4 Hz, 1H), 7.43 (d, J = 1.4 Hz, 1H), 7. 19 (d, 
J = 8.0 Hz, 1H), 6.91-6.77 (m, 4H), 6.01 (s, 2H), 4.23 (t, J = 6.7 Hz, 2H), 3.78 (s, 
2H), 3.71 (s, 3H), 3.08 (s, 2H), 2.95 (t, J = 6.7Hz, 2H), 2.35 (s, 3H) G 
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n mi (39) 

5- (3- (3- (S-**)l'-2-y*-)l'**W-)\'-4-'()]s) -/n 



5 




TLC:Rf 0.64 (^+-9" > : ||sRx*-/U= 2 I 1)1 

NMR (CDa 3 ) : 5 8.00-7.95 (m, 2H), 7.50-7.35 (m, 3H), 7.20 (dd, J = 8, 7.5 Hz, 
1H), 6.80-6.70 (m, 3H), 4.00 (t, J = 6 Hz, 2H), 3.65 (s, 3H), 2.70 (t, J » 6 Hz, 2H), 
10 2.60 (m, 2H), 2.35 (m, 2H), 2.30 (s, 3H), 2.15 (m, 2H), 1.70-1.50 (m, 4H) a 

gjfflj (4 0) 

2- (3- (2- (5 -**fr-2- (4-?OD7x^) ^^-9-V*-;U- 

15 




TLC:Rf 0.83(^^"9"> I SIKxf-;U=2 : 1); 

NMR (CDC1 3 ) : 8 7.93 (d, J = 8.8 Hz, 2H), 7.38 (d, J = 8.8 Hz, 2H), 7.27 (t, J = 
20 7.9 Hz, 1H), 7.06 (m, 1H), 6.92 (d, J = 8.0 Hz 1H), 6.82 (d, J = 8.0 Hz, 1H), 4.27 (t, 
J = 7.8 Hz, 2H), 3.88 (s, 2H), 3.70 (s, 3H), 3. 15 (s, 2H), 2.97 (t, J = 7.8 Hz, 2H), 
2.39 (s, 3H) 0 
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2- (3- (5-^fJl'-2-7x-jl/Wy-Jl'-4-'f;Mh+v) 7 




TLC:Rf 0.56(^^"9"> : ffiKxf-^=2 : 1) ; 

NMR (CDa 3 ) : 5 8.05-8.00 (m, 2H), 7.50-7.40 (m, 3H), 7.25 (dd, J = 8, 8 Hz, 
10 1H), 7.05-6.90 (m, 3H), 5.00 (s, 2H), 3.80 (s, 2H), 3.75 (s, 3H), 3.10 (s, 2H), 2.50 (s, 
3H)o 

2- (3- (3- (5-^f*-2-7xs**W-«'-4-^) 7*o 
15 7z^^Wt) ^•^f^fil' 




TLC : Rf 0.53(^-^-9-> : ft^x.^;i/=2 : 1); 
20 NMR (CDQ3) : £ 8.00-7.95 (m, 2H), 7.50-7.40 (m, 3H), 7.25 (dd, J = 7.5, 7.5 Hz, 
1H), 6.95-6.75 (m. 3H), 4.00 (t, J = 6 Hz, 2H), 3.80 (s, 2H), 3.75 (s, 3H), 3.10 (s, 
2H), 2.70 (t, J = 7 Hz, 2H), 2.30 (s, 3H), 2.15 (m, 2H) G 
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mm (43) 

2- (3- (2- (5-^f^-2-7x^i^^ft/Hl/-4-'f^) .x h 




iLC:Rf 0.48 : S^f-;i/=3 : l) ; 

NMR (CDC1 3 ) : 5 7.97-8.02 (m, 2H), 7.41-7.46 (m, 3H), 7.22 (dd, J = 8.0, 8.0 Hz, 

10 1H), 6.76-6.81 (m, 3H), 4.25 (t, J = 6.5 Hz, 2H), 3.64 (s, 3H), 2.99 (t, J = 6.5 Hz, 
2H), 2.38 (s, 3H), 1.55 (S, 6H) 0 

iiii U4) 

2- (3- (2- (5 2- 
15 A-4)V) X^y) 7x-;Mf^ft) WpWL' *m/J-7,T)V 




TLC : Rf 0.70 I »Kxf-^=2 : 1); 

20 NMR (CDC1 3 ) : $ 7.91 (m, 1H), 7.25-7. 15 (m, 4H), 6.90-6.77 (m, 3H), 4.25 (t, J = 

6.7 Hz, 2H), 3.77 (s, 2H), 3.68 (s, 3H), 3.06 (s, 2H), 2.98 (t, J = 6.7 Hz, 2H), 2.65 (s, 
3H), 2.36 (s, 3H) 0 
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2- (3- (2- (5->f-;w-2- (3-^fJl/7x;jl/) 




TLC :Rf o.64(^*-9-> : gfcg£^;i'=2 : l); 

NMR (CDa 3 ) : <5 7.81 (s, 1H), 7.76 (d, J = 8.0 Hz, 1H), 7.32-7. 14 (m, 3H), 6.89- 
10 6.76 (m, 3H), 4.23 (t, J = 6.6 Hz,2H), 3.75 (s, 2H), 3.67 (s, 3H), 3.06 (s, 2H), 2.96 (t, 
J = 6.6 Hz, 2H), 2.37 (s, 3H), 2.35 (s, 3H) G 

2- (3- (2- (5-*^;i/-2- (4 — ^ h4r">7i-;U) **^S-)\s 




TLC:Rf 0.43(^*^> I 8fc$x,f-;l/=3 I 1); 
20 NMR(CDd 3 ): 5 7.92 (d, J = 9.0 Hz, 2H), 7.21 (dd, J = 8.1, 8.1 Hz, 1H), 6.94 (d, 
J = 9.0Hz, 2H), 6.88-6.98 (m, 2H), 6.81 (m, 1H), 4.24 (t, J = 6.7 Hz, 2H), 3.85 (s, 
3H), 3.78 (s, 2H), 3.71 (s, 3H), 3.08 (s, 2H), 2.97 (t, J = 6.7 Hz, 2H), 2.36 (s, 3H)„ 
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1MU (4 7) 

2- (3- (2- (5->^^-2- (4--b07x-;U) ***fV-)V- 



TLC:Rf 032{^**ry : gfc$.x^;u= 3 : I)*, 

NMR (CDC1 3 ) : <5 8.30 (d, J = 9.0 Hz, 2H), 8. 14 (d, J = 9.0 Hz, 2H), 7.22 (dd, J = 
8.0, 8.0 Hz, 1H), 6.77-6.91 (m, 3H), 4.26 (t, J = 6.5 Hz, 2H), 3.78 (s, 2H), 3.72 (s, 
10 3H), 3.09 (s, 2H), 3.00 (t, J = 6.5 Hz, 2H), 2.43 (s, 3H) a 

2- (3- (2- (5-^f^-2-7i-^t^7-;V-4-'fil/) .xh 



TLC : Rf 0.45 C^** > I ft$X^Jl/= 3 : 1 ) ; 

NMR (CDCI3) : 5 7.96-8.00 (m, 2H), 7.40-7.46 (m, 3H), 6.91 (m, 1H), 6.77-6.81 
20 (m, 2H), 4.23 (t, J = 6.6 Hz, 2H), 3.73 (s, 2H), 3.72 (s, 3H), 3.08 (s, 2H), 2.97 (t, J = 
6.6 Hz, 2H), 2.38 (s, 3H) e 

Wmi (4 9) 



5 




CH3 
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2- (3- (2- (S-*1-)\'-2--7i,-)V**y-V-)\<-4-y()V) jl h 



TLC:Rf 0.48 (^f^ I ffig?xf;W=5 ; l); 

NMR (CDCl 3 ) : 5 8.00-7.95 (m, 2H), 7.46-7.39 (m, 3H), 7.07 (t, J » 7.9 Hz, lH), 
6.85-6.77 (m, 2H), 4.24 (t, J = 6.5 Hz, 2H), 3.83 (s, 2H), 3.73 (s, 3H), 3. II (s, 2H), 
3.00 (U J = 6.5 Hz, 2H), 2.38 (s, 3H), 2.21 (s, 3H) 0 

tigll (5 0) 

2- (1- (3- (2- (5-^f^-2-7x-^W-^-4-'f;i') 
jch^v) 7x^) Sfc$ • ^f-^x^r^ 



TLC:Rf 0.68 : M^f^=4 ! 1); 

NMR (CDC1 3 ) : 8 8.00-7.95 (m, 2H), 7.46-7.39 (m, 3H), 7.21 (t, J = 8.2 Hz, 1H), 
6.94-6.89 (m, 2H), 6.82-6.76 (m, 1H), 4.25 (t, J = 6.7 Hz, 2H), 4.10 (q, J = 7.2 Hz, 
1H), 3.67 (s, 3H), 3.02 (s, 2H), 2.98 (t, J = 6.7 Hz, 2H), 2.39 (s, 3H), 1.55 (d, J = 
7.2 Hz, 3H) 0 




V CH 3 




^CH 3 
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iili L5JJ 

2- (3- (2- (5-^^^-2-7^-;u^^r-9-v*-;w-4->f;i/) -i 
->fji/xh^y) 7x^;^Wt) ^-^f-^^r^ 



5 




TLC:Rf0.72(^^r"9-> I M^^^=2 : 1 ) 0 
mm (5 2) 

10 2- (3- (2- (5-I> l J7;i'tD^f;i'-2-7x-WW-^-4 




15 TLC:Rf 0.37 (^*^ > \ ft|fcJ.f-^= 4 I 1 ) ; 

NMR(CDC1 3 ) : 8 8.10-8.00 (m., 2H), 7.55-7.41 (m., 3H), 7.21 (dd, J = 8.0, 8.0 
Hz, 1H), 6.94-6.75 (m, 3H), 4.31 (t, J = 6.5 Hz, 2H), 3.77 (s, 2H), 3.71 (s, 3H), 
3.25-3. 14 (m, 2H), 3.08 (s, 2H) Q 

20 mmmi (53) 

2- (3- (2- (5->f"^-2 - 7xi;i/tW-Jl/-4-'f )V) ~/u 
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S^Y°^CH 3 

o 

TLC:Rf 0.54 (^4r^ >: ft^Jif-;i/=3 ; 1); 

NMR (CDa 3 ) : S 8.00-7.94 (m, 2H), 7.44-7.37 (m, 3H), 7.29 (t, J = 8.2 Hz, 1H), 
5 6.89-6.86 (m, 2H), 6.79 (dd, J = 8.4, 2.0 Hz, 1H), 4.17-4.03 (m, 2H), 3.77 (s, 2H), 
3.71 (s, 3H), 3.26-3.15 (m, 1H), 3.08 (s, 2H), 2.37 (s, 3H), 1.41 (d, J = 6.8 Hz, 3H) G 

mm (5 4) 

2- (3- (2- (5-^f^-2-7z-WtV > -^-4-'f^) 





TLC : Rf 0.75 (^+-9- > I 8f-$i?-;i/= 7 : 1); 
15 NMR (CDCl 3 ) : S 8.00-7.94 (m, 2H), 7.46-7.38 (m, 3H), 7.20 (t, J = 8.2 Hz, 1H), 
6.90 (m, 2H), 6.82-6.75 (m, 1H), 4.24 (t, J = 6.8 Hz, 2H), 4. 17 (q, J = 7.2 Hz, 2H), 
3.82 (d, J - 13.4 Hz, 1H), 3.74 (d, J = 13.4 Hz, 1H), 3.28 (q, J = 7.0 Hz, 1H), 2.98 (t, 
J = 6.8 Hz, 2H), 2.38 (s, 3H), 1.38 (d, J = 7.0 Hz, 3H), 1.28 (t, J = 7.2 Hz , 3H) C 

20 ma m (55) 

2- (3- (2- (5 -^;i/-2 - (4-if;i/7x^;i/) ^^V-^- 
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tlc : Rf 0.57 (ffiKxf;i/ : ^*-9- > = 1 : 2 ) ; 

5 NMR(CDC1 3 ): S 7.88 (d, J = 8.0 Hz, 2H), 7.25 (d, J = 8.0 Hz, 2H), 7.21 (dd, J = 
8.0, 8.0 Hz, 1H), 6.95-6.75 (m, 3H), 4.24 (t, J =6.5 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 
3H), 3.08 (s, 2H), 2.97 (t, J » 6.5 Hz, 2H), 2.68 (q, J = 7.5 Hz, 2H), 2.37 (s, 3H), 
1.25 (t, J = 7.5 Hz, 3H) 0 

10 (5 6) 

2- (3- (2- (5-^f-^-2- (2, 2-y7**n-l, 3 




15 F 

TLC : Rf 059 (fttt^f-^ : ^4r*>= 1 I 2); 

NMR (CDCI3) : 5 7.75 (dd, J = 8.0, 1.0 Hz, 1H), 7.69 (d, J = 1.0 Hz, 1H), 7.21 

(dd, J = 8.0, 8.0 Hz, 1H), 7. 10 (d, J = 8.0 Hz, 1H), 6.89 (d, J = 8.0 Hz, 1H), 6.88 (s, 
20 1H), 6.80 (d, J = 8.0 Hz, 1H), 4.23 (t, J = 6.5 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 3H), 
3.09 (s, 2H), 2.96 (U = 6.5 Hz, 2H), 2.38 (s, 3H) 0 
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«1 (5 7) 

2- (3- (2- (5-^f-;u-2- (4-7otf;i/7x-;i/) **-9-y-;i/ 




TLCrRf 0.63(^x^;u : /\^-9->= 1 : 2); 

NMR (CDC1 3 ) : 8 7.88 (d, J = 8.5 Hz, 2H), 7.23 (d, J = 8.5 Hz, 2H), 7.21 (dd, J = 
8.0, 8.0 Hz, 1H), 6.95-6.75 (m, 3H), 4.24 (t, J =7.0 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 
3H), 3.08 (s, 2H), 2.97 (t, J = 7.0 Hz, 2H), 2.62 (t, J = 7.5 Hz, 2H), 2.37 (s, 3H), 
1.65 (m, 2H), 0.94 (t, J = 7.5 Hz, 3H) C 

2- (3- (2- (5 -^f-^-2 - (4 V7'nt>7x-^ 




TLC : Rf 0.60 (S^xf-;i/ ; ^^-9-^=1 ; 2); 

NMR (CDa 3 ) : S 7.89 (d, J = 8.5 Hz, 2H), 7.28 (d, J = 8.5 Hz, 2H), 7.21 (dd, J = 
8.0, 8.0 Hz, 1H), 6.95-6.75 (m, 3H), 4.24 (t, J =6.5 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 
3H), 3.08 (s, 2H), 2.97 (t, J = 6.5 Hz, 2H), 2.94 (m, 1H), 2.37 (s, 3H), 1.26 (d, J = 
7.0 Hz, 6H) 0 
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m m i (59) 

2- (3- (2- (5-^fil'-2-7x-W/-A'-4-'f^) 




HjC:Rf 0.54 (^^^ : ffiixf;i/=3 : 1) ; 

NMR (CDa 3 ) : $ 7.89-7. 83 (m, 2H), 7.45-7.36 (m, 3H), 7.21 (t, J = 8.0 Hz, 1H), 

10 6.91-6.77 (m, 3H), 4.33 (t, J = 6.8 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 3H), 3.19 (t, J = 
6.8 Hz, 2H), 3.08 (s, 2H), 2.47 (s, 3H)o 

2- (3- (2- (5 -^f-^-2 - (4-7*f^7x-;V) irWV-*- 
15 4-W^) xf^'» 7i-)Mf^ft) ft»*^f-^^^-r^ 




H 3 C 

TLC:Rf 0.59(^^-9- >: B^^f-;w= 2 : l) ; 

20 NMR (CDC1 3 ) : <5 7.90 (d, J = 7 Hz, 2H), 7.25-7.15 (m, 3H), 6.90-6.75 (m, 3H), 
4.25 (t, J = 6.5 Hz, 2H), 3.75 (s, 2H), 3.70 (s, 3H), 3.10 (s, 2H), 3.00 (t, J = 6.5 Hz, 
2H), 2.65 (t, J = 7.5 Hz, 2H), 2.40 (s, 3H), 1.60 (m, 2H), 1.35 (m, 2H), 0.95 (t, J = 7 
Hz, 3H) 0 
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inai fen 

2- (3- (2- (5-if^-2-7x-]l't+ty-;i'-4-^^) 
+ y) 7x-)Mf^f^) ^•^W^fJl' 




TLC:Rf 0.27 (^^V : ffi=$x?-;w=3 ; 1); 

NMR (CDC1 3 ) : S 7.96-8.01 (m, 2H), 7.40-7.48 (ra, 3H), 7.21 (dd, J = 8.0, 8.0 Hz, 
10 1H), 6.87-6.90 (m, 2H), 6.79 (m, 1H), 4.24 (t, J = 6.6 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 
3H), 3.08 (s, 2H), 2.99 (t, J = 6.6 Hz, 2H), 2.75 (q, J =7.6 Hz, 2H), 1.31 (t, J = 7.6 
Hz, 3H)o 

m m (62) 

15 2- (3- (2- (5-*+A'-2- (2, 3, 5, 6-fF77Wn-4 
. -^f;l/7x-;i/) **yrV*-)V- I x^y) 7x-^M f-^f-*) 

F F 

20 

TLC:Rf 0.45 : &&JC^;l/= 4 I 1) ; 

NMR (CDCI3) : S 7.21 (dd, J = 8.0, 8.0 Hz, 1H), 6.94-6.75 (m, 3H), 4.25 (t, J = 
6.4 Hz, 2H), 3.78 (s, 2H), 3.72 (s, 3H), 3.09 (s, 2H), 3.03 (t, J = 6.4 Hz, 2H), 2.42 (s, 
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3H), 2.36-2.30 (m, 3H) 0 
m m (6 3) 

2- (3- (2- (5-^f-^-2- (4 -^>^;u-7jc-;u) jr*V/-)V 



TLC : Rf 0.66(^^r"9-> : i^®?^;w=2 : 1) ; 
10 NMR (CDC1 3 ) : 5 7.90 (d, J = 8 Hz, 2H), 7.25-7.20 (m, 3H), 6.95-6.75 (m, 3H), 

4.25 (t, J = 6.5 Hz, 2H), 3.80 (s, 2H), 3.70 (s, 3H), 3.10 (s, 2H), 3.00 (t, J = 6.5 Hz, 
2H), 2.65 (t, J = 7.5 Hz, 2H), 2.40 (s, 3H), 1.60 (m, 2H), 1.40-1.25 (m, 4H), 0.90 (t, 5 
J = 6.5Hz,3H) 0 

15 (a a) 

2- (3- (2- (5 - (3-^nn-4-^fA/7x^) * 




H 3 C 




o 



20 



TLC:Rf 0.47(^^r-9-> I K-$X^;l/= 3 I 1); 

NMR (CDCI3) : $ 7.96 (d, J = 1.8 Hz, 1H), 7.75 (dd, J = 7.8, 1.8 Hz, 1H), 7.28 (d, 
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J = 7.8 Hz, 1H), 7.21 (dd, J = 8.0, 8.0 Hz, 1H), 6.88-6.91 (m, 2H), 6.79 (m, 1H), 
4.24 (t, J = 6.6 Hz, 2H), 3.78 (s, 2H), 3.72 (s, 3H), 3.08 (s, 2H), 2.97 (t, J = 6.6 Hz, 
2H), 2.41 (s, 3H), 2.38 (s, 3H) 0 

m m (6 5) 

2- (3- (2- (5-^^-2 -'>^D/\^r->;U^^V-;W-4 




TLC:Rf 0.65(^* t 9-> : ^xf-;w=2 : 1); 

NMR (CDC1 3 ) : 5 7.20 (m, 1H), 6.95-6.70 (m, 3H), 4. 15 (t, J - 7.5 Hz, 2H), 3.80 
(s, 2H), 3.75 (s, 3H), 3. 15 (s, 2H), 2.90 (t, J = 7.5 Hz, 2H), 2.70 (m, 1H), 2.25 (s, 
3H), 2.10-1.20 (m, 10 H) 0 

mmi (6 6) 

2- (3- (2- (5-^f-;u-2 - (4- (2-^fJl/7'nt» 7x-Jl/) 




CH 3 



TLC : Rf 0.58(A^t>:fttifJV=2 : 1)| 
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NMR (CDCI3) : 8 7.90 (d, J = 8 Hz, 2H), 7.25-7.20 (m, 3H), 6.90-6.75 (m, 3H), 
4.25 (t, J = 7 Hz, 2H), 3.80 (s, 2H), 3.70 (s, 3H), 3. 10 (s, 2H), 2.95 (t, J = 7 Hz, 2H), 
2.50 (d, J = 8 Hz, 2H), 2.40 (s, 3H), 1.90 (m, 1H), 0.90 (d, J = 7 Hz, 6H)o 



5 mtftmi (6 7) 

2- (3- (2- (5-^f-;u-2- (4-t-7f^7x-;i/) t^-tv*- 




TLC:Rf 0.50(^^r-9"> : gfc$xf-;l/=2 : 1); 

NMR (CDCI3) : 8 7.90 (d, J = 8 Hz, 2H), 7.45 (d, J = 8 Hz, 2H), 7.20 (dd, J = 8, 8 
Hz, 1H), 6.90-6.75 (m, 3H), 4.25 (t, J = 7 Hz, 2H), 3.80 (s, 2H), 3.70 (s, 3H), 3.10 (s, 
2H), 3.00 (t, J = 7 Hz, 2H), 2.40 (s, 3H), 1.35 (s, 9H) C 

m m L6JD 

2- (3- (2- (5->f-;U-2- (4-y^nA+y^7x-^) 



20 




TLC : Rf 0.42 (^*"9" > I ft^xf-;l/= 4 11); 

NMR (CDCI3) : 8 7.88 (d, J = 8.3 Hz, 2H), 7.26 (d, J = 8.3 Hz, 2H), 7.21 (dd, J = 

8.0, 8.0 Hz, 1H), 6.87-6.90 (m, 2H), 6.80 (m, 1H), 4.23 (t, J = 6.8 Hz, 2H), 3.78 (s, 
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2H), 3.71 (s, 3H), 3.08 (s, 2H), 2.97 (t, J = 6.8 Hz, 2H), 2.53 (m, 1H), 2.37 (s, 3H), 
1.70-1.94 (m, 4H), 1.30-1.53 (m, 6H) 0 

(6 9) 

5 2- (3- (5->^;i/-2- (i, 2>-v***t4yyy-h-4)\s) 




10 TLC : Rf 0.50 > I gfc$J^;l/ =4 : 1 ) ; 

NMR (CDC1 3 ) : 6 7.55 (dd, J = 8.0, 1.8 Hz, 1H), 7.47 (d, J = 1.8 Hz, 1H), 7.21 
(dd, J = 8.0, 8.0 Hz, 1H), 7.08-7.02 (m, 1H), 6.96-6.82 (m, 3H), 6.02 (s, 2H), 5.00 (s, 
2H), 3.78 (s, 2H), 3.71 (s, 3H), 3.11 (s, 2H), 2.43 (s, 3H) 0 

15 il fflj (7Q) 

2- (3 -.(5 2- {A-4V7u\Zfr'7x.-)V) 




o 



20 



TLC :Rf 0.50 (^^-9- > : fttxf^=4 : 1)1 

NMR (CDa 3 ) : * 7.93 (dd, J = 8.5, 2.0 Hz, 2H), 7.35-7.18 (m, 3H), 7.09-7.03 (m, 
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1H), 6.96-6.84 (m, 2H), 5.02 (s, 2H), 3.78 (s, 2H), 3.71 (s, 3H), 3.11 (s, 2H), 2.94 
(sep., J =7.0 Hz, 1H), 2.43 (s, 3H), 1.27 (d, J = 7.0 Hz, 6H) e 

mmm 1(71) 

5 2- (3- (2- (4-^^-2-7x^t^t/-;l/-5-'f^) x|« 




10 TLC:Rf 0.37 t^ttS gfcg£^f-;U=3 : 1) ; 

NMR (CDCI3) : $ 8.01-7.96 (m, 2H), 7.46-7.39 (m, 3H), 7.22 (t, J = 8.2 Hz, 1H), 
6.97-6.88 (m, 2H), 6.80 (m, 1H), 4.23 (t, J = 6.8 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 3H), 
3.16 (t, J = 6.8 Hz, 2H), 3.08 (s, 2H), 2.22 (s, 3H) 0 

15 mmmi (72) 

2- (3- (2- (5 - (3, i-V* F^v7x-;i/) 




20 

TLC:Rf 0.18 : BfcB&x^;u=3 ii); 

NMR (CDCI3) : d 7.56 (dd, J = 8.3, 2.0 Hz, 1H), 7.50 (d, J = 2.0 Hz, 1H), 7.21 
(dd, J = 8.1, 8.1 Hz, 1H), 6.91 (d, J = 8.3 Hz, 1H), 6.87-6.91 (m, 2H), 6.80 (ddd, J = 

109 



WO 99/46232 



PCT/JP99/01134 



8.1, 2.5, 1.0 Hz, 1H), 4.24 (t, J = 6.7 Hz, 2H), 3.97 (s, 3H), 3.93 (s, 3H), 3.78 (s, 
2H), 3.72 (s, 3H), 3.09 (s, 2H), 2.97 (t, J « 6.7 Hz, 2H), 2.37 (s, 3H)o 

S tt fli (7 3) 

5 2- (3- (2- (5 2 - (4 - h U 7;l/^-n^ h4rv7i-;u) 




10 

TLC : Rf 0.62(^^r-9-> : ^-^^^=2 ! 1); 

NMR (CDC1 3 ) : 8 8.00 (d, J = 8 Hz, 2H), 7.30-7.15 (m, 3H), 6.95-6.75 (m, 3H), 
4.25 (t, J = 6.5 Hz, 2H), 3.80 (s, 2H), 3.75 (s, 3H), 3. 10 (s, 2H), 3.00 (t, J = 6.5 Hz, 
2H), 2.40 (s, 3H) 0 

15 

mmni (74) 

2- (3- (2- (s 2- (3, 4, 5— h V* Y^y^-n^) 




CH 3 
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TLC:Rf 0.24 (^^-9* > I ^x^;U= 2 ! 1 ) « 

NMR (CDC1 3 ) : <J 7.25-7. 15 (m, 3H), 6.95-6.75 (m, 3H), 4.25 (t, J = 7.5 Hz, 2H), 

3.95 (s, 6H), 3.90 (s, 3H), 3.80 (s, 2H), 3.70 (s, 3H), 3.10 (s, 2H), 3.00 (t, J = 7.5 Hz, 
2H), 2.40 (s, 3H)» 

(7 5) 

2- (3- (2- (5 - (4 -^f-;Hf^yv>- 1 -4 ;w) * 




TLC: Rf 0.12 (g{=$x?-;i/) ; 

NMR (CDC1 3 ) : (J 7.20 (dd, J = 8.0, 8.0 Hz, 1H), 6.95-6.75 (m, 3H), 4.20 (t, J = 
15 7.0 Hz, 2H), 3.78 (s, 2H), 3.72 (s, 3H), 3.42 (t, J = 5.0 Hz, 4H), 3.09 (s, 2H), 2.95 (t, 
J = 7.0 Hz, 2H), 2.50 (t, J = 5.0 Hz, 4H), 2.34 (s, 3H), 2.26 (s, 3H) C 

mmm (7 6) 

2- (3- (2- (5-j*^-2- (4-^fW7x^l/) 
20 ^-4-4)1) x(-^» TxiJMfJt'f*) SS-^f^xxf^ 
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TLC : Rf 0.46 (gj=$^?-;l/ : > = 1 : 2 ) ; 

NMR (CDC1 3 ) : S 7.88 (d, J - 8.5 Hz, 2H), 7.27 (d, J = 8.5 Hz, 2H), 7.21 (dd, J = 
8.0, 8.0 Hz, 1H), 6.95-6.75 (m, 3H), 4.24 (t, J =6.5 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 
3H), 3.08 (s, 2H), 2.97 (t, J = 6.5 Hz, 2H), 2.52 (s, 3H), 2.37 (s, 3H)o 

(7 7) 

2- (3- (2- {5 2 - (tfV v>-2 -- f AO **t/-*- 
4-4A0 xh^rv) 7x-;V^f-;Wf-^-) gfcgg • p< f-^jt^f-^ 




TLC:Rf 0.60(^*-9"> : ^xf-;i/= 1 : 2) ; 

NMR(CDC1 3 ) : d 8.71 (m, 1H), 8.05 (m, 1H), 7.73 (m, 1H), 7.32 (m, 1H), 7.21 
(dd, J = 8.0, 8.0 Hz, 1H), 6.76-6.92 (m, 3H), 4.27 (t, J = 6.6 Hz, 2H), 3.78 (s, 2H), 
3.72 (s, 3H), 3.08 (s, 2H), 3.01 (t, J = 6.6 Hz, 2H), 2.44 (s, 3H) C 

mmmi (7«> 

2- (3- (2- (5->^A—2- (ft7x>-2-^f^) 
-4-4 AO x^v) 7xc;Mf^ft) ftgg • ^Ax*r A 




TLC : Rf 0.40(^^r-9-> : IMKx?-A<=3 ! 1)1 

NMR (CDCI3) : 5 7.58 (dd, J = 3.6, 1.3 Hz, 1H), 7.37 (dd, J = 5.0, 1.3 Hz, 1H), 
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7.21 (dd, J = 8.0, 8.0 Hz, 1H), 7.08 (dd, J = 5.0, 3.6 Hz, 1H), 6.87-6.91 (m, 2H), 
6.79 (m, 1H), 4.22 (t, J = 6.6 Hz, 2H), 3.78 (s, 2H), 3.72 (s, 3H), 3.08 (s, 2H), 2.96 
(t, J = 6.6 Hz, 2H), 2.36 (s, 3H)o 

5 ||ai (7 9) 

2- (3- (2- (5-.*?-*-2- (3--hD-4-^Wx-^) * 



10 




TLC : Rf 0.42 > I W^Si^^ = 2 I 1)1 

NMR (CDC1 3 ) : 8 8.55 (d, J = 1 Hz, 1H), 8. 10 (dd, J = 8, 1 Hz, 1H), 7.40 (d, J = 8 
Hz, 1H), 7.20 (dd, J = 8, 8 Hz, 1H), 6.95-6.80 (m, 3H), 4.25 (t, J = 6.5 Hz, 2H), 3.80 
15 (s, 2H), 3.75 (s, 3H), 3. 10 (s, 2H), 3.00 (t, J = 6.5 Hz, 2H), 2.65 (s, 3H), 2.40 (s, 
3H) 0 

mm (fi(^ 

2- (3- (2- (5 -^f-^- 2 - (4-^W^7x-;i/) 
20 V-;U-4--f;V) xh^fy) 7xx^^fm) Bfc& • >f*iXf* 
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TLC:Rf 0.43 (ftSt** 1 ^ : ^^>= 1 \ 2)\ 

NMR (CDCI3) : 8 7.83 (d, J = 9.0 Hz, 2H), 7.21 (dd, J = 8.0, 8.0 Hz, 1H), 6.95- 
6.75 (m, 3H), 6.71 (d, J = 9.0 Hz, 2H). 4.23 (t, J = 7.0 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 
3H), 3.08 (s, 2H), 3.01 (s, 6H), 2.96 (t, J = 7.0 Hz, 2H), 2.34 (s, 3H) 0 

mm (8 1) 

2- (3- (2- (5->^^-2-v^n^>^;U^-^-9-V-^-4-^;i/) 



10 




TLC:Rf 0.46 (^^"9- > I ^if;i/=2 I 1); 

NMR (CDCI3) : 8 7.20 (m, 1H), 6.95-6.70 (m, 3H), 4. 15 (t, J = 6.5 Hz, 2H), 3.80 

(s, 2H), 3.75 (s, 3H), 3.15 (m, 3H), 2.90 (t, J =6.5 Hz, 2H), 2.25 (s, 3H), 2.20-1.50 
15 (m, 8H) 0 

liflj (32) 

2- (3- (2- (5 -^f-;b-2 - (4-^f)l'7x-Jl/) ***)-V-)V- 
4-4)]/) Xh^ry) 7jc~;I/) gfcgfc • * f-frX-ZT )V 




TLC:Rf 0.54C\*"9-> : fj=$i-^;i/=2 : 1); 

NMR (CDCI3) : 8 7.86 (d, J = 8.0 Hz, 2H), 7.28-7. 15 (m, 3H), 6. 88-6.76 (m, 3H), 
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4.23 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H), 2.39 (s, 
3H), 2.36 (s, 3H) 0 

mm (8 3) 

5 2- (3- (2- (5 -^f-Jl/- 2 - (4-xf^7x-Jl/) 
Jch^rv) 7x-;V) flf# • ^f-A'-x.;*?-* 




10 TLC:Rf 0.56(^^-9- > I ffi^xf^= 2 : 1) ; 

NMR (CDCI3) : 5 7.90 (d, J = 8.0 Hz, 2H), 7.30-7. 16 (m, 3H), 6. 88-6.76 (m, 3H), 
4.23 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H), 2.68 (q, 
J = 7.6 Hz, 2H), 2.37 (s, 3H), 1.26 (t, J = 7.6 Hz, 3H) C 

15 mmmi (8 4) 

2- (3- (2- (5 -^^-2- (4-7'nt>7x-M **^f-fc 




TLC:Rf 0.59(^*-9"> I SJe$J^;U=2 II); 

NMR (CDC1 3 ) : 8 7.88 (d, J - 8.4 Hz, 2H), 7.27-7. 15 (m, 3H), 6. 88-6.76 (m, 3H), 
4.23 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H), 2.62 (t, J 
= 7.5 Hz, 2H), 2.36 (s, 3H), 1.66 (m, 2H), 0.94 (t, J = 7.5 Hz, 3H) e 
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Stt fll (8 5) 

2- (3- (2- (5-^f-^-2- (4-^V^D^7x-n/) ^-^^V 
-;U-4--f;i/) X^y) 7x-^) ftift • ^f-JWJ.^f'A' 




TLC : Rf 0.66 > : gj=$JL^= 2:1); 

NMR (CDC1 3 ) : S 7.89 (d, J = 8.4 Hz, 2H), 7.34-7. 15 (m, 3H), 6. 88-6.75 (m, 3H), 
10 4.23 (t, J = 6.8 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.97 (t, J = 6.8 Hz, 2H), 3.04- 
2.86 (m, 1H), 2.36 (s, 3H), 1.28 (s, 3H), 1.25 (s, 3H) 0 

■mm C8_ej 

2- (3- (2- (5 - (4- (2-^^7*0^) 7x-^) 

15 jr*W-fr-l-4fr) -xb^v) 7x-^) ^BS-^f^^fA' 




TLC:Rf 0.60 : ft»xf-^= 2 II); 

20 NMR(CDC1 3 ): * 7.88 (d, J = 8.2 Hz, 2H), 7.27-7.15 (m, 3H), 6.90-6.76 (m, 3H), 
4.23 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H), 2.51 (d, 
J = 5.4 Hz, 2H), 2.36 (s, 3H), 2.00-1.76 (m, 1H), 0.92 (s, 3H), 0.89 (s, 3H)„ 
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» (8 7) 

2- (3- (2- (5-^^-2- (4-t-W7x^;l/) **-9-y- 



5 




TLC : Rf 0.57(^*^> : ^xf-;i/=2 : 1) ; 

NMR (CDCI3) : 5 7.90 (d, J = 8.6 Hz, 2H), 7.44 (d, J = 8.6 Hz, 2H), 7.21 (m, 1H), 

6.88-6.76 (m, 3H), 4.23 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.97 (t, J = 
10 6.6 Hz, 2H), 2.37 (s, 3H), 1.34 (s, 9H) C 

mm (sg) 

2- (3- (2- (5-^^;W-2-v^n7'Ptf;u^^-9-V-;i/-4--f^) 




TLC:Rf 0.47 (ffiSlif^ : ^*^> = 1 : 1) ; 

NMR (CDC1 3 ) : 5 7.20 (dd, J = 8.0, 8.0 Hz, 1H), 6.95-6.75 (m, 3H), 4. 15 (t, J = 

20 7.0 Hz, 2H), 3.79 (s, 2H), 3.72 (s, 3H), 3.09 (s, 2H), 2.84 (t, J - 7.0 Hz, 2H), 2.22 (s, 
3H), 1.97 (m, 1H), 1.05-0.90 (m, 4H) D 

mmmi (8 9) 
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2- (3- (2- (5 2- (4- (1, 2, 3-f7y'7V-;P- 
4-^f;P) 7x-^) JU- 4 -^ ^h*v) 7i-JMW 



5 




TLC:Rf 0.75 I &$^f-;u=2 : l); 

NMR (CDC1 3 ) : S 8.72 (s, 1H), 8.13 (s, 4H), 7.22 (t, J = 8.0 Hz, 1H), 6.93-6.77 

(m, 3H), 4.27 (t, J = 6.6 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 3H), 3.09 (s, 2H), 3.00 (t, J = 
10 6.6 Hz, 2H), 2.41 (s, 3H) 0 

2- (3- (2- (5->f-;U-2- (4- (4-^^Jl/-l, 2, 3 -f-7 
15 gfcg| . *^-)\,z.7,7-)\< 




CH 3 



TLC:Rf 0.89 I gfc$tx?-;i/= 2 : 1); 

20 NMR (CDCI3) : 8 7.21 (t, J = 7.4 Hz, 1H), 6.94-6.74 (m, 3H), 4.24 (t, J = 6.6 Hz, 

2H), 3.78 (s, 2H), 3.72 (s, 3H), 3.09 (s, 2H), 3.02 (s, 3H), 2.99 (t, J = 6.6 Hz,, 2H), 
2.42 (s, 3H) 0 
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2- (3- (2- (5 - (4-^h^rv7x-;v) 



5 




TLC:Rf 0.38(^^r"9"> ! S^f-^=2 : 1) ; 

NMR (CDa 3 ) : 5 7.91 (d, J = 9.0 Hz, 2H), 7.20 (m, 1H), 6.94 (d, J = 9.0 Hz, 2H), 

6.88-6.77 (m, 3H), 4.23 (t, J = 6.6 Hz, 2H), 3.85 (s, 3H), 3.68 (s, 3H), 3.58 (s, 2H), 
10 2.96 (t, J « 6.6 Hz, 2H), 2.35 (s, 3H) Q 

mm m {92) 

2- (3- (2- (5-*?)y-2- (3, 4-y*n*y7x^) 




O 



CH 3 

TLC : Rf 0.17 (^*^> : ftSfcif-^ 2 II); 

NMR (CDC1 3 + CD3OD) : d 7.56 (dd, J = 8.2, 2.0 Hz, 1H), 7.50 (d, J = 2.0 Hz, 
20 1H), 7.21 (m, 1H), 6.91 (d, J = 8.2 Hz, 1H), 6.89-6.77 (m, 3H), 4.23 (t, J = 6.6 Hz, 
2H), 3.97 (s, 3H), 3.93 (s, 3H), 3.68 (s, 3H), 3.58 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H), 
2.37 (s, 3H) 0 
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Mm! (9 3) 

2- (3- (2- (5-^5 L ;u-2- (l, z-~Jjr**t4>iry-5-j iv) 




TLC : Rf 0.44(^^-9"^ : S^xf-;i/= 2 : 1); 

NMR (CDa 3 ) : S 7.52 (dd, J = 8.2, 1.8 Hz, 1H), 7.44 (d, J = 1.8 Hz, 1H), 7.21 (m, 
10 1H), 6. 99-6.76 (m, 4H), 6.01 ( s, 2H), 4. 22 (t, J = 6. 6 Hz, 2H), 3. 68 (s, 3H), 3. 58 (s, 
2H), 2.95 (t, J = 6.6 Hz, 2H), 2.35 (s, 3H)» 

^fflfcflO 1 (94) 

2- (3- (2- (5-^^-2- (3, 4, 5 - h »J b *~>7 
15 *^r^y*-;u-4 --f;u) xh*v) 7 gfcgg • p< f-^xT.rrt' 

H 3 C-0 

MM I I 

H 3 C )=/ 0 CH 3 
CH 3 

TLC : Rf 0.28(^^-9- ^ I gfc$xf-;i/=2 : 1) ; 
20 NMR (CDCI3) : S 7.28-7. 17 (m, 3H), 6.89-6.76 (m, 3H), 4.23 (t, J = 6.6 Hz, 2H), 
3.94 (s, 6H), 3.89 (s, 3H), 3.68 (s, 3H), 3.58 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H), 2.38 (s, 
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3H) 0 

m m (95) 

2- (3- (2- (5-^^-2- (4-hV7Jl'tn^Hy7x^l/) 



TLC:Rf 0.61 (^^r^> : ft$x^;t/=2 : l); 
10 NMR (CDC1 3 ) : d 8.01 (d, J = 8.6 Hz, 2H), 7.32-7.16 (m, 3H), 6.89-6.76 (m, 3H), 
4.23 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H), 2.38 (s, 
3H) 0 

mm (_9_6J 

15 2- (3- (2- (5 - (2, 2-^7>U*D-l, 3-^** 



TLC: Rf 0.52(^^r-9-> ! ftRx^=2 I 1); 

NMR (CDa 3 ) : 5 7.75 (dd, J = 8.4, 1.8 Hz, 1H), 7.68 (d, J = 1.8 Hz, 1H), 7.21 (m, 
1H), 7.10 (d, J = 8.4 Hz, 1H), 6.89-6.76 (m, 3H), 4.23 (t, J = 6.6 Hz, 2H), 3.68 (s, 




CH 3 
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3H), 3.58 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 2.37 (s, 3H) 0 
mm (9 7) 

2- (3- (2- (5-***- 2- (4-HJ7Wd^W*7x^) 




10 TLC:Rf 0.45 I ff=$.x?-;i/= 3 II); 

NMR (CDC1 3 ) : 5 8.02 (d, J = 8.4 Hz, 2H), 7.70 (d, J = 8.4 Hz, 2H), 7.21 (t, J = 
7.8 Hz, 1H), 6.91-6.73 (m, 3H), 4.24 (t, J = 6.6 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 3H), 
3.08 (s, 2H), 2.98 (t, J = 6.6 Hz, 2H), 2.40 (s, 3H)» 

15 mmmi (9 8) 

2- (3- (2- (5-^f-^-2- (4-V77 7^-;u) 




TLC:Rf 0.35 I &&^T)\'=2 I 1); 

NMR (CDCI3) : 5 8.08 (d, J » 8.4 Hz, 2H), 7.71 (d, J = 8.4 Hz, 2H), 7.21 (m, 1H), 
6.75-6.94 (m, 3H), 4.24 (t, J = 6.6 Hz, 2H), 3.78 (s, 2H), 3.72 (s, 3H), 3.09 (s, 2H), 
2.99 (t, J = 6.6 Hz, 2H), 2.41 (s, 3H) Q 
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mni (99) 

2- (3- (2- (5-^^-2 - (77>-2->f;V) **^/-H/- 4 




TLC:Rf 0.32 ! gfegP^ 7-^=2 I 1); 

NMR(CDC1 3 ) : 6 7.52 (m, 1H), 7.21 (m, 1H), 6.86-6.96 (m, 3H), 6.79 (m, 1H), 

10 6.51 (m, 1H), 4.24 (t, J = 6.6 Hz, 2H), 3.78 (s, 2H), 3.72 (s, 3H), 3.08 (s, 2H), 2.97 
(t, J = 6.6 Hz, 2H), 2.37 (s, 3H) 0 

mmm\ (1 o_oj 

2- (3- (5-*f-A>-2-7i-**WV-A'--4-'f *0 *h*is) 
15 7x-A/) ft8E->fjVx^f;i' 




tlc : Rf o.69(^*-9-> :gfc®^f-;u=2 : l); 

20 NMR (CDC1 3 ) : S 7.98-8.10(ra, 2H), 7.40-7.54 (m, 3H), 7.26 (m, 1H), 6.86-7.00 
(m, 3H), 4.99 (s, 2H), 3.68 (s, 3H), 3.61 (s, 2H), 2.44 (s, 3H) G 
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mm w i (101) 

2- (3- (2 - (5-^f;i'-2-7x-Jl'f7y-;l'-4-'f^) 



5 




TLC:Rf 0.56(^^r*9-> : gfc$x^;i/= 2 : 1); 

NMR (CDC1 3 ) : $ 7.90-7.81 (m, 2H), 7.46-7.35 (m, 3H), 7.25-7.16 (m, 1H), 6.87- 

6.78 (m, 3H), 4.32 (t, J = 6.8 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 3. 19 (t, J = 6.8 Hz, 
10 2H), 2.46 (s, 3H) 0 

(10 2) 

2- (3- (3- (5-^^-2-7xxji/^t/-j|/-4-^jl/) 




TLC:Rf 0.42(^^r-9-> : ^i^;U=2 ! 1); 

NMR (CDCI3) : S 7.94-8.04 (m, 2H), 7.36-7.50 (m, 3H), 7.22 (m, 1H), 6.76-6.90 
20 (m, 3H), 3.98 (t, J = 6.2 Hz, 2H), 3.69 (s, 3H), 3.59 (s, 2H), 2.70 (t, J = 7.0 Hz, 2H), 
2.28 (s, 3H), 2.15 (m, 2H) C 
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mmm 1 (103) 

2- (3- (2- (2-7xr;vtnV-il'-4-'f;l') xh^v) 7i- 



5 




TLC:Rf 0.53(^^r"9-> I ^xf-;l/=2 : 1); 

NMR (CDCI3) : S 7.96-8.08 (m, 2H), 7.57 (s, 1H), 7.40-7.52 (m, 3H), 7.24 (m, 
1H), 6.80-6.92 (m, 3H), 4.28 (t, J = 6.6 Hz, 2H), 3.69 (s, 3H), 3.59 (s, 2H), 3.09 (t, J 
10 =6.6Hz,2H) 0 

mm (10 4) 

2- (3 - (2 - (5 2 - (4-v^da^7i^) **"9- 




TLC : Rf 0.67 C^*^ > I gfi&xf-;^ 2:1); 

NMR (CDC1 3 ) : 5 7.88 (d, J = 8.4 Hz, 2H), 7.26 (d, J = 8.4 Hz, 2H), 7.21 (m, 1H), 
20 6.77-6.86 (m, 3H), 4.23 (t, J = 7.0 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.96 (t, J - 
7.0 Hz, 2H), 2.55 (m, 1H), 2.36 (s, 3H), 1.73-7.87 (m, 4H), 1.30-1.60 (m, 6H) 0 



mikmi (105) 

2- (3- (2- (5 - (3-^nn-4-^^7i^) t 
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5 TLC: Rf 0.53 ffc$.x^;i/ = 2 I 1 ) ; 

NMR (CDC1 3 ) : 8 7.96 (d, J = 1.8 Hz, 1H), 7.75 (dd, J = 8.0, 1.8 Hz, 1H), 7.28 (d, 
J = 8.0 Hz, 1H), 7.22 (m, 1H), 6.78-6.86 (m, 3H), 4.23 (t, J = 6.7 Hz, 2H), 3.68 (s, 
3H), 3.58 (s, 2H), 2.96 (t, J = 6.7 Hz, 2H), 2.40 (s, 3H), 2.37 (s, 3H) 0 

io m m\ doe) 

2- (3- (2- (5 -^f-^- 2 - (4-y^W5y7x^;l/) 
A-4 )V) xl«+y) 7x-^) g^K-^^-^^x^ 




15 

TLC: Rf 0.31 (^f> SBSxf^=2 I 1); 

NMR (CDC1 3 ) : £ 7.84 (d, J = 9.0 Hz, 2H), 7.21 (m, 1H), 6.78-6. 87 (m, 3H), 6.71 

(d, J = 9.0 Hz, 2H), 4.23 (t, J = 6.8 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 3.01 (s, 6H), 
2.95 (t, J = 6.8 Hz, 2H), 2.34 (s, 3H) C 

20 

gfifcffiii LULU 

2- (3- (2- (5-xf;i/-2-7xr;l/tn'/-^-4-'f^) x|« 



126 



WO 99/46232 



PCT/JP99/01134 




TLC:Rf 0.61 I ftK^^^=2 : 1); 

5 NMR (CDCI3) : 5 7.94-8.04 (m, 2H), 7.37-7.50 (m. 3H), 7.21 (m, 1H), 6.76-6.89 

(m, 3H), 4.23 (t, J m 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.98 (t, J = 6.6 Hz, 2H), 
2.75 (q, J = 7.6 Hz, 2H), 1.31 (t, J = 7.6 Hz, 3H) 0 

10 2- (3- (2- (5 - (4-7"f-^7i-Jl/) fr*^/-*- 

4--f;l/) 7x-;i/) 




H 3 C 

15 TLC. Rf 0.62 V\ &&3-T)V= 2 : 1) ; 

NMR (CDCI3) : S 7.88 (d, J = 8.6 Hz, 2H), 7. 16-7.28 (m, 3H), 6.76-6.90 (m, 3H), 
4.23 (t, J = 6.8 Hz, 2H), 3.69 (s, 3H), 3.58 (s, 2H), 2.97 (t, J = 6.8 Hz, 2H), 2.64 (t, J 
= 7.0 Hz, 2H), 2.36 (s, 3H), 1.62 (m, 2H), 1.34 (m, 2H), 0.93 (t, J = 7.4 Hz, 3H) C 

20 Mmm 1 (109) 

2- (3- (2- (5 - (4-^DD7x-;P) ***rV-)U- 

4-4 )V) 7i-)l/) Sl^f^Xril' 
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TLC:Rf 0.54 C^*^ : gfc$x-^;i/= 2 : 1); 

NMR (CDCI3) : 8 7.91 (d, J = 8.6 Hz, 2H), 7.40 (d, J = 8.6 Hz, 2H), 7.21 (m, 1H), 
5 6.75-6.89 (m, 3H), 4.23 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.96(t, J = 6.6 
Hz, 2H), 2.37 (s, 3H) C 

iiU (no) 

2- (3- (2- (5 2 - (f-*7 ji^-2-^ ;w) 




TLC:Rf 0.43(^4*^ :ftKxf-^= 2 : l); 
15 NMR (CDCI3) : S 7.58 (dd, J = 3.7, 1.2 Hz, 1H), 7.36 (dd, J = 5.2, 1.2 Hz, 1H), 
7.22 (m, 1H), 7.08 (dd, J = 5.2, 3.7 Hz, 1H), 6.77-6.88 (m, 3H), 4.22 (t, J = 6.6 Hz, 
2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.95 (t, J = 6.6 Hz, 2H), 2.35 (s, 3H) 0 

gfifcfll 1 QJLU 

20 2 - (3 - (2 - (5 -^f-^- 2 - (77>-2-^f;i/) A/- 4 
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TLC:Rf 0.33(^^^> : SK^f-^=2 II); 

NMR (CDC1 3 ) : S 7.51 (m, 1H), 7.21 (m, 1H), 6.92 (d, J = 3.4 Hz, 1H), 6.78-6.87 
5 (m, 3H), 6.50 (dd, J = 3.4, 1.8 Hz, 1H), 4.23 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.57 (s, 
2H), 2.96 (t, J - 6.6 Hz, 2H), 2.36 (s, 3H) 0 

2- (3- (2- (5-^f-;w-2- (n , Vv ? >-2-^;w) tz-y-V-fr- 

10 4--f;W) J.h4r"» 7x-;l/) ftK • ^f'^^T'A' 




TLC :Rf 0.57 (gj=g£x-7-;t/) ; 
15 NMR (CDa 3 ) : S 8.70 (m, 1H), 8.05 (m, 1H), 7.78 (ddd, J = 7.8, 7.8, 1.6 Hz, 1H), 

7.31 (m, 1H), 7.21 (m, 1H), 6.76-6.86 (m, 3H), 4.25 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 
3.57 (s, 2H), 3.00 (t, J = 6.6 Hz, 2H), 2.43 (s, 3H) 0 

mm (I 1 3) 
20 2 - (3 - (2 - (5 -^f-^-2 - (2-^f^/7x-;i/) 
4--f;U) x^y) 7i-)l/) Bli^f^X^f^ 
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CH 3 



TLC : Rf 0J6(^**)-> I S^f-^=2 I 1); 

NMR (CDCI3) : S 7.91 (m, 1H), 7. 19-7.34 (m, 4H), 6.78-6.87 (m, 3H), 4.25 (t, J = 
5 6.8 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.98 (t, J = 6.8 Hz, 2H), 2.65 (s, 3H), 2.37 (s, 
3H) 0 

mmm (ha) 

2- (3- (2- (5-^f-;w-2- 
10 4-^f;U) ^h*v) 7i-Jl/) • ^f-^x^-frt' 




TLC:Rf 0.55 : ^xf;|,= 2 : 1); 

15 NMR (CDCI3) : 5 7.75-7.82 (m, 2H), 7. 17-7.35 (m, 3H), 6.78-6.86 (m, 3H), 4.24 
(t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H), 2.40 (s, 3H), 
2.37 (s, 3H) 0 

mm (1 1 B) 

20 2 - (3 - (2 - (5-**-fr-2- (4-h'J7^D^f^7x-;i/) * 
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TLC:Rf 0.57 (^*^ I &$x^;W= 2 : 1); 

NMR (CDa 3 ) : $ 8.09 (d, J = 8.4 Hz, 2H), 7.68 (d, J = 8.4 Hz, 2H), 7.21 (m, 1H), 
5 6.75-6.90 (m, 3H), 4.24 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.99(t, J = 6.6 
Hz, 2H), 2.40 (s, 3H) 0 

^mm i (ii6) 

2- (3- (2- (5 2- (4-7Wn7x-^) 
10 -4-4*) J^h^v) 7x-;P) iK-^f^fil' 




TLC:Rf 0.51 (^^r-9-> : ft^f"^=2 : 1); 
15 NMR (CDC1 3 ) : S 7.91-8.04 (m, 2H), 7.05-7.24 (m, 3H), 6.75-6.92 (m, 3H), 4.23 
(t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 2.37 (s, 3H) 0 

mm (\ 1 7) 

2- (3- (2- (5-^f-^-2- (4-y7;7x-jl/) 
20 4->f/u) xh+y) 7x-;l/) Bfsgfc • ^f;l/xxf^ 
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TLC : Rf 0.37 I ftixfjU=2 I 1); 

NMR (CDC1 3 ) : 8 8.07 (d, J = 8.8 Hz, 2H), 7.71 (d, J = 8.8 Hz, 2H), 7.22 (m, 1H), 

6.78-6.87 (m, 3H), 4.24 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.98 (t, J = 
5 6.6 Hz, 2H), 2.40 (s, 3H) 0 

2- (3- (2- (5-^^-2- 2, 3-fT97V 

10 



TLC : Rf 0.49(^^r-^> : ^if-;l/=2 I l)", 
15 NMR (CDa 3 ) : 8 7.22 (m, 1H), 6.78-6.87 (m, 3H), 4.23 (t, J = 6.2 Hz, 2H), 3.68 
(s, 3H), 3.58 (s, 2H), 3.02 (s, 3H), 2.98 (t, J = 6.2 Hz, 2H), 2.41 (s, 3H) 0 

mm (119) 

2- (3- (2- (5 2- (2, 3, 5, 6-rh77Wn-4 
20 -^Wx-JP) ^-^■9-V-;i/-4-^;U) -xh+v) 7x-^) * 




CH 3 
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TLC:Rf 0.58 (^+-9- > : gf=$OL^;i,= 2 : 1); 

NMR (CDC1 3 ) : S 7.20 (m, 1H), 6.75-6.90 (m, 3H), 4.24 (t, J = 6.6 Hz, 2H), 3.68 
5 (s, 3H), 3.58 (s, 2H), 3.02 (t, J = 6.6 Hz, 2H), 2.41 (s, 3H), 2.33 (s, 3H) C 

m m i (120) 

2- (3- (2- (5-^f-^-2- (3-- hn-4-^f^7x^;V) * 




TLC:Rf 033(^*y-> I ft»J-f-^=2 : 1); 

NMR (CDCI3) : 5 8.55 (d, J = 1.6 Hz, 1H), 8.09 (dd, J = 8.0, 1.6 Hz, 1H), 7.41 (d, 
15 J = 8.0 Hz, 1H), 7. 19 (m, 1H), 6.70-6.88 (m, 3H), 4.24 (t, J = 6.6 Hz, 2H), 3.68 (s, 
3H), 3.58 (s, 2H), 2.98 (t, J = 6.6 Hz, 2H), 2.64 (s, 3H), 2.40 (s, 3H) 0 

mm (12 1) 

2- (3- (2- (5-^f-^-2-v^n^^'>;w^^-9-v*-;u-4--f;p) 
20 xh^r->) 7x=^) ftR-^^x^fjl/ 
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TLC:Rf O.50(^4r"9-> I Wl®P- s f'*'=2 I 1)1 

NMR (CDa 3 ) : 6 7.21 (m, 1H), 6.76-6.86 (m, 3H), 4. 15 (t, J = 6.7 Hz, 2H), 3.69 
5 (s, 3H), 3.58 (s, 2H), 2.87 (t, J = 6.7 Hz, 2H), 2.69 (m, 1H), 2.24 (s, 3H), 1.96-2.08 
(m, 2H), 1.20-1.86 (m, 8H) 0 

mm (12 2) 

2- (3- (2- (5-^f-^-2-v^D^>f-;l/^^y-;l/-4--f;P) 
10 xh^» 7x-M ftR^f^fA' 




TLC:Rf o.50(^^r-t> : St^f-;i/= 2 : l) ; 

15 NMR (CDC1 3 ) : S 7.21 (m, 1H), 6.76-6.86 (m, 3H), 4. 15 (t, J = 6.7 Hz, 2H), 3.69 

(s, 3H), 3.58 (s, 2H), 3.11 (m, 1H), 2.86 (t, J =6.7 Hz, 2H), 2.24 (s, 3H), 1.58-2.12 
(m, 8H) 0 

mmmi (123) 

20 2 - (3- (2 - (5->^;U-2- 



134 



WO 99/46232 



PCT/JP99/01134 




TLC:Rf 0.55 (^^y :ffi^xf;|/=2 I 1); 

NMR (CDCI3) : $ 7.88 (d, J = 8.0 Hz, 2H), 7.29 (d, J = 8.0 Hz, 2H), 7.17 (m, 1H), 
5 6.70-6.88 (m, 3H), 4.23 (t, J = 6.8 Hz, 2H), 3.68 (s, 3H), 3.57 (s, 2H), 2.96(t, J = 6.8 
Hz, 2H), 2.63 (t, J = 7.6 Hz, 2H), 2.36 (s, 3H), 1.64 (m, 2H), 1.20-1.42 (m, 4H), 
0.89 (t, J = 6.6 Hz, 3H) 0 

iiii Q 2 4) 

10 2- (3- (2- (5-U-)l-2- (tfV v>-4--f ;u) 




15 TLC:Rf 022(A^ft> :SSif^=l : l); 

NMR (CDC1 3 ) : S 8.90 (d, J = 6 Hz, 2H), 7.85 (d, J = 6 Hz, 2H), 7.20 (dd, J = 8, 8 

Hz, 1H), 6.95-6.80 (m, 3H), 4.25 (t, J = 6.5 Hz, 2H), 3.80 (s, 2H), 3.75 (s, 3H), 3. 10 
(s, 2H), 3.00 (t, J = 6.5 Hz, 2H), 2.45 (s, 3H) 0 

:■ 

20 mmmi (12 5) 

2- (3- (2- (5-^f-^-2- (fcf'J ***tV-)V- 
4--Oi/) x^y) 7x-;u) ^-^f^i^f^ 
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TLC:Rf 0.33 (^#"9- > : Sfc$x?-;|/= 1 : 3); 

NMR (CDC1 3 ) : £ 9.22-9. 18 (m, 1H), 8.61 (dd, J = 5.0 Hz, 1.8 Hz, 1H), 8.25-8. 19 
5 (m, 1H), 7.37-7.16 (m, 2H), 6.85-6.76 (m, 3H), 4.23 (t, J = 6.6 Hz, 2H), 3.66 (s, 3H), 
3.56 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 2.38 (s, 3H) 0 

mm (12 6) 

2- (3- (2- (5-^f-^-2- (\£ U 4 — f A') *W/-JU- 

10 4 — f/U) x)>3r*» 7x-^) ft® • * -f-JU x*r ^ 




Rfo.25 (^**y> : *Rxf-x/= 1 : 3) ; 

15 NMR (CDCI3) : 5 8.71-8.67 (m, 2H), 7.83-7.80 (m, 2H), 7.26-7.17 (m, 1H), 6.86- 
6.79 (m, 3H), 4.24 (t, J = 6.4 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.99 (t, J = 6.4 Hz, 
2H), 2.40 (s, 3H)o 

*mmi (127) 

20 2- (3- (2- (5 -^f-;i/-2 - (4->f^?y>-l-^*) f- 



136 



WO 99/46232 



PCT/JP99/01134 




TLC:Rf 0.39(*nn#;UA : * ?;-)V=2 0 : 1) I 

NMR (CDa 3 ) : $ 7.21 (m, 1H), 6.77-6.85 (m, 3H), 4. 19 (t, J = 7. 1 Hz, 2H), 3.68 
5 (s, 3H), 3.58 (s, 2H), 3.42 (m, 4H), 2.94 (t, J = 7. 1 Hz, 2H), 2.50 (m, 4H), 2.33 (s, 
3H), 2.25 (s, 3H)o 

mm (128) 

2- (3- (2- (5->f*-2-7x-*t*t , /-*-4-f*) 
10 *v) 7x-JM F^y) fttt- t-T'f^iXf;!' 




TLC :Rf 0.79 (ftftxf-;!/ : /\^f->= l ; l); 
15 NMR (CDQ 3 ) : S 7.98 (m, 2H), 7.50-7.35 (m, 3H), 7.24 (dd, J = 8.0, 8.0 Hz, 1H), 
6.95-6.80 (m, 3H), 4.58 (s, 2H), 4.25 (t, J =6.5 Hz, 2H), 3.96 (s, 2H), 2.98 (t, J = 
6.5 Hz, 2H), 2.38 (s, 3H), 1.47 (s, 9H)o 

mS&l (129) 

20 2- (3 - (2 - (5-***-2- {WV>-Z-4)V) **^/- } \,- 
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TLC : Rf O.U(^*4)-> I ffiKxf^= 1 ; 2); 

NMR (CDC1 3 ) : S 9.20 (d, J = 2 Hz, 1H), 8.65 (dd, J = 5, 2 Hz, 1H), 8.25 (m, 1H), 
5 7.35 (m, 1H), 7.20 (dd, J = 8, 8 Hz, 1H), 6.95-6.75 (m, 3H), 4.25 (t, J = 6.5 Hz, 2H), 
3.80 (s, 2H), 3.75 (s, 3H), 3.10 (s, 2H), 3.00 (t, J = 6.5 Hz, 2H), 2.40 (s, 3H) 0 

mm (13 0) 

2- (3- (2- (5-^^-2 - (4-^f-^^^Voc-;P) *W>/- 




TLC : Rf 0.39 (^^"9- > I ftKif^= 2 : 1); 
15 NMR (CDCI3) : <S 7.88 (d, J = 8.6 Hz, 2H), 7.27 (d, J = 8.6 Hz, 2H), 7. 17 (dd, J = 
7.8, 7.6 Hz, 1H), 6.70-6.88 (m, 3H), 4.22 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 
2H), 2.96 (t, J = 6.6 Hz, 2H), 2.51 (s, 3H), 2.37 (s, 3H) 0 

mmw 1 llajj 

20 2 - (3 - (2 - ( 5 - ^ f Ji'- 2 - y ^ n e;vt * t ;v - 4 - 'f il') 
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TLC : Rf 039(^*V-y I R=$if-;i,= 1 II); 

NMR (CDCI3) : d 7.26-7. 16 (m, 1H), 6.85-6.76 (m, 3H), 4. 14 (t, J = 6.8 Hz, 2H), 

5 3.68 (s, 3H), 3.57 (s, 2H), 2.83 (t, J = 6.8 Hz, 2H), 2.21 (s, 3H), 2.04-1.90 (m, 1H), 
1.01-0.89 (m, 4H) 0 

2- (3- (2- (5 - (4 M7x-^) 
10 4 — f ^) i^y) 7x-;u) ffcgg • ^^;l/x^r;i/ 




TLC:Rf 0.57(^^"9-> I Wxf-;i/=4 ! 3) ; 
15 NMR (CDQ3) : $ 8.29 (d, J = 9.0 Hz, 2H), 8.13 (d, J = 9.0 Hz, 2H), 7.22 (m, 1H), 
6.77-6.87 (m, 3H), 4.25 (t, J = 6.6 Hz, 2H), 3.86 (s, 3H), 3.58 (s, 2H), 3.00 (t, J = 
6.6 Hz, 2H), 2.42 (s, 3H) 0 

mmm 1 LL3-3J 
20 2- (3- (2- (5 -^f-;u-2 - 

Jib^rv) 7x-;i/) g£g£ • j*-^;i/i*f-;i/ 



139 



WO 99/46232 



PCT/JP99/01134 




TLC:Rf 0.38(^^r-9-> :&$xf-;U=4 : 3)1 

NMR(CDC1 3 ) : S 8.17-8.29 (m, 3H), 7.83 (m, 1H), 7.75 (m, 1H), 7.57 (m, 1H), 

5 7.22 (m, 1H), 6.78-6.86 (m, 3H), 4.29 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 
3.05 (t, J = 6.6 Hz, 2H), 2.49 (s, 3H) 0 

mm (13 4) 

2- (3- (2- (5 -^f-;W-2 - (3-hV7^tn^F+y7i-;v) 




TLC:Rf 0M 2 1)', 

15 NMR (CDa 3 ) : S 7.91 (dt, J = 7.8, 1.2 Hz, 1H), 7.85-7.82 (m, 1H), 7.45 (t, J = 

7.8 Hz, 1H), 7.28-7. 17 (m, 2H), 6.88-6.77 (m, 3H), 4.24 (t, J = 6.6 Hz, 2H), 3.68 (s, 
3H), 3.58 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H), 2.39 (s, 3H) 0 

mm (13 5) 

20 2 - (3 - (2 - (5 -* f->U- 2- (2- h 'J7Hn^ h^'>7jt--)U) 
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TLC:Rf 0.43 (^ + -9- > : gfc$.x^;i/=2 : 1); 

NMR (CDC1 3 ) : d 8.11-8.04 (m, 1H), 7.49-7.31 (m, 3H), 7.27-7.16 (m, 1H), 6.88- 
5 6.76 (m, 3H), 4.25 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.99 (t, J = 6.6 Hz, 
2H), 2.39 (s, 3H) 0 

mm LL3-&J 

2- (3- (2- (4-^f;V-2-7x^*^rt 1 /-^-5-'f^) .x h 
10 7xz;l/) ftK • ^f-A'Jt^'r*' 




TLC:Rf 0.37(^*"9-> I Bfc$x^;l/=2 I 1); 
15 NMR (CDCI3) : <J 8.02-7.95 (m, 2H), 7.49-7.38 (m, 3H), 7.28-7. 18 (m, 1H), 6.90- 

6.77 (m, 3H), 4.22 (t, J = 6.8 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 3. 16 (t, J = 6.8 Hz, 
2H), 2.22 (s, 3H) 0 

liM] (13 7) 

20 2 - (3 - (2 - (5-**fr-2- (1, 3-vtW>/>-5-^;V) 
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TLC : Rf 0.83(^*-9"> : gfc$xf-;U= 1 : 1) ; 

NMR (CDC1 3 ) : S 7.51 (dd, J = 8.0, 1.8 Hz, 1H), 7.43 (d, J = 1.8 Hz, 1H), 7.24 (t, 

5 J = 7.8 Hz, 1H), 6.97-6.79 (m, 4H), 6.01 (s, 2H), 4.58 (s, 2H), 4.23 (t, J = 6.8 Hz, 
2H), 3.96 (s, 2H), 2.95 (t, J = 6.8 Hz, 2H), 2.35 (s, 3H), 1.48 (s, 9H)„ 

2- (3- (4- (4-^f^7x^) ^7 V /-;U- 2 h^v) 7 
10 i-fl/^;w?-*) 




%MM l-?U&Ltiik&® (0.51 g) ? S -)V-f KD7 y v 
15 (8ml, 1 I 1) <Z)?g£-M«$U 2 N-«t h 'J 

(3.2ml) £JPx.T, gfi"? 3 #^il#L7Zo RJo&^&K«£Jjdx.T , 

U TU®&mZ%tZ>*%W<t&® (0.39g) £?#£ 0 
20 TLC:Rf 0.37 (ftRxf^/) ; 

NMR (CDa 3 +4 drop of CD3OD) : 5 7.77 (2H, d, J=8.0Hz), 7.45 (1H, s), 7.23- 
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7.31 (3H, m), 6.91-7.05 (3H, m), 5.42 (2H, s), 3.83 (2H, s), 3.08 (2H, s), 2.39 (3H, 
S) 0 

mum 2 (i) -mnw2 m 7) 
5 mmm 1 ?sa& Ltzit&ywftb *> izntm 1(1) -~%mm 1 (137) 

10 ^»gl2 (1) 

6- (3- (4- (i-***7x.-JI/) f7y-;V-2-'fW h^y) 7 




15 

TLC:Rf 0.41 I gf=$x-f;l/= l : l); 

NMR (CDC1 3 ) : 5 7.78 (2H, d, J=8.0Hz), 7.43 (1H, s), 7.28-7.16 (3H, m), 6.90- 
6.78 (3H, m), 5.42 (2H, s), 2.60 (2H, t, J=7.5Hz), 2.39 (3H, s), 2.34 (2H, t, 
J=7.5Hz), 1.76-1.54 (4H, m), 1.46-1.24 (2H, m) 0 

20 

**«2 (2) 

5- (3- (V7*-)l>-4-y()V* h*y) 7x-;P) 
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TLC:Rf o.49(B^K^;w); 

NMR (CDCI3) : S 7.58-7.64 (4H, m), 7.35-7.53 (5H, m), 7.21 (1H, m), 6.78-6.84 
5 (3H, m) t 5.09 (2H, s), 2.62 (2H, t, J=7.0Hz), 2.38 (2H, t, J=7.0Hz), 1.64-1.72 (4H, 
m) 0 

4- (3- (tT7x-;i/-4->f;w^ h^rv) 71-*) -f*?y& 

10 




TLC : Rf 0.67 (gf=$cc^;i/) ; 

NMR (d 6 -DMSO) : 8 1.62-1.66 (4H, m), 7.31-7.51 (5H, m), 7.14 (1H, dd, J=7.5, 
15 7.5Hz), 6.71-6.82 (3H, tn), 5.07 (2H, s), 2.52 (2H, t, J=7.0Hz), 2.06 (2H, t, 
J=7.0Hz), 1.74 (2H, tt, J=7.0, 7.0Hz) o 

4- (3- (4- (4-^f*7x-*) f-7V-;U-2 -- f Jl^ b+v) 7 
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H 3 C 




5 TLC:Rf 0.63 (K^^'V) I 

NMR (CDC1 3 ) : S 7.78 (2H, d, J=8.0Hz), 7.43 (1H, s), 7.23 (2H, d, J=8.0Hz), 
7.22 (1H, m), 6.81-6.88 (3H, m), 5.41 (2H, s), 2.66 (2H, t, J=7.5Hz), 2.38 (3H, s), 
2.36 (2H, t, J=7.5Hz), 1.96 (2H, tt, J=7.5, 7.5Hz) 0 

10 m m (5) 

4- (3- (2- (5 ->f-^-2 - 7xS*W/-A'-4-'f*) -X- h 
*v) 7*-*) 7*>® 



TLC :Rf 0.47 (S^||xfjV) ; 

NMR (CDCI3) : S 7.94-8.02 (2H, m), 7.39-7.48 (3H, m), 7.18 (1H, m), 6.72-6.78 
(3H, m), 4.23 (2H, t, J=6.6Hz), 2.98 (2H, t, J=6.6Hz), 2.64 (2H, t, J=7.2Hz), 2.38 
(3H, s), 2.35 (2H, t, J=7.2Hz), 1.95 (2H, tt, J=7.2, 7.2Hz) 0 

20 




WO 99/46232 



PCT/JP99/01134 



6- (3- (2- {5-*Tfr-2-7*-fr**W-Jif-A-<( )V) x). 




TLC:Rf o.4i(*nn*jpA : **y-ji/=i 5 : l); 

NMR (CDC1 3 ) : 8 8.02-7.91 (2H, m), 7.49-7.36 (3H, m), 7.16 (1H, t, J=8.0Hz), 
6.78-6.69 (3H, m), 4.24 (2H, t, J=7.0Hz), 2.98 (2H, t, J=7.0Hz), 2.58 (2H, t, 
J=7.5Hz), 2.38 (3H, s), 2.34 (2H, t, J=7.5Hz), 1.75-1.54 (4H, m), 1.45-1.25 (2H, m) 0 

5- (3- (2- (5-^f-;i/-2-7a:^;U^^-9-V-^-4->f )V) x Y 



TLC:Rf 0.36(^nn*;i/A : ^ ^y-;U= l 5 : 1) ; 

NMR (CDC1 3 ) : 8 8.04-7.92 (2H, m), 7.49-7.36 (3H, m), 7.17 (1H, t, J=8.0Hz), 

6.78-6.68 (3H, m), 4.24 (2H, t, J=7.0Hz) t 2.98 (2H, t, J=7.0Hz), 2.68-2.53 (2H, m), 
20 2.45-2.30 (5H, m), 1.79-1.56 (4H, m) 0 

^gll2 (R) 

2 - (3- (3- {\£-7x.-)\>-±-4)V* 7aL-^) yot>ft) 
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5 TLC.Rf o.38(*nn#;i/A : > 9 ; 1 0 : 1) ; 

NMR (CDCI3) : 8 7.35-7.64 (9H, m), 7.22 (1H, m), 6.78-6.86 (3H, m), 5.09 (2H, 
s), 3.25 (2H, s), 2.70 (2H, t, J=7.5Hz), 2.67 (2H, t, J=7.5Hz), 1.94 (2H, tt, J=7.5, 
7.5Hz) 0 

10 %WM2 (9) 

2- (3- (3- (4- (4-^fil/7x-;l/) f77-;l'-2-^M 




15 

TLC-.Rf o.4i(^nn*ji/A:^^y-;i/=io : l); 

NMR (CDCI3) : 8 7.75 (2H, d, J=8.0Hz), 7.43 (1H, s), 7.18-7.26 (3H, m), 6.80- 
6.91 (3H, m), 5.44 (2H, s), 3.23 (2H, s), 2.71 (2H, t, J=7.4Hz), 2.65 (2H, t, 
J=7.4Hz), 2.38 (3H, s), 1.93 (2H, tt, J=7.4, 7.4Hz) 0 
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*tt W2 (10) 

6- (2- (2- (5 - ^f^ - 2 - 7x-Jl/t^ftV-^ - 4 -'f /U) x h 

5 

O 




TLC:Rf 0.50(^an*;i/A : ^/-;i/= 1 0 : 1) ; 

NMR (CDC1 3 ) : £ 7.95-8.00 (2H, m), 7.39-7.44 (3H, m), 7.07-7. 17 (2H, m), 6.81- 
10 6.88 (2H, m), 4.23 (2H, t, J=6.7Hz), 3.00 (2H, t, J=6.7Hz), 2.57 (2H, t, J=7.3Hz), 
2.37 (3H, s), 2.30 (2H, t, J=7.4Hz), 1.46-1.69 (4H, m), 1.22-1.40 (2H, m) 0 

mm 2(11) 

2- (3- (H*7x-;l'-4-^JM 7i^WfW) 

15 




TLC:Rf 0.39 (gfc$.x^;i/) ; 

NMR (CDCI3) : 8 7.60-7.64 (4H, m), 7.22-7.53 (6H, m), 6.89-7.02 (3H, m), 5. 1 1 
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(2H, s), 3.83 (2H, s), 3.10 (2H, s) 0 

m m 2 (12) 

2- (3- (2- (5-^f^-2-7x-Jl/*^f«/-;l/-4-'fJl') x f 
5 7x^;MW*) &® 




TLC:Rf 0.33 (^-xf-^) ; 
10 NMR (CDa 3 ) : S 7.95-8.00 (2H, m), 7.40-7.47 (3H, m), 7.21 (1H, dd, J=8.0, 

8.0Hz), 7.03 (1H, dd, J=2.0, 1.0Hz), 6.88 (1H, ddd, J=8.0, 3.0, 2.0Hz), 6.81 (1H, 
ddd, J=8.0, 3.0, 1.0Hz), 4.28 (2H, t, J= 7.5Hz), 3.86 (2H, s), 3.16 (2H, s), 2.98 (2H, 
t, J=7.5Hz), 2.39 (3H, s)o 

15 mmm2 (13) 

5- (2- (2- (5-^^-2 - 7x^;^+tV-^-4 ~^f;U) x)« 




20 

TLC : Rf 0.58(^nn*;i/A : * ?J-)V=§ ; 1) ; 

NMR (CDC1 3 ) : 8 8.00-7.95 (2H, m), 7.50-7.35 (3H, m), 7.20-7.05 (2H, m), 6.90- 
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6.80 (2H, m), 4.25 (2H, t, J = 7 Hz), 3.05 (2H, t, J = 7 Hz), 2.60 (2H, t, J = 7 Hz), 
2.40 (3H, s), 2.35 (2H, t, J - 6 Hz), 1.80-1.50 (4H, m) 0 

mmw2 (i4) 

5 6- (2- (4- (4->f^7i-;i/) f7 , /Hl/-2->fW 7 




10 TLC : Rf 0.76(g^i?^;l/) ; 

NMR (CDC1 3 ) : 3 7.79 (2H, d, J=8.4Hz), 7.44 (1H, s), 7.15-7.26 (4H, m), 6.91- 

6.98 (2H, m), 5.41 (2H, s), 2.73 (2H, t, J=7.4Hz), 2.38 (3H, s), 2.36 (2H, t, 
J=7.3Hz), 1.62-1.78 (4H, m), 1.37-1.52 (2H , m)o 

15 &1fam 2 (15) 

2- (3- (3- (2- (5-^f^-2-7x-WtV-;i/-4->f;0 




20 

tlc : Rf o.42(^nn*;uA : ^ ^y-;u= i o : l) ; 
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NMR (CDa 3 ) : 8 7.94-7.98 (m, 2H), 7.41-7.44 (m, 3H), 7.16 (dd, J = 7.7, 7.7 Hz, 
1H), 6.89 (m, 1H), 6.72-6.76 (m, 2H), 4.29 (t, J = 7.2 Hz, 2H), 3.23 (s, 2H), 3.01 (t, 
J = 7.2 Hz, 2H), 2.72 (t, J = 6.7 Hz, 2H), 2.66 (t, J = 6.7 Hz, 2H), 2.40 (s, 3H), 1.94 
(tt, J = 6.7, 6.7 Hz, 2H) 0 

5 

(1 6) 

2- (3- (2- (k*7x-jv-4-^^) xKv) 7i-;MWt) 



10 




TLC:Rf 0.43(?nn*;i/A : t?;-)\,= \ 0 ■: 1); 

NMR (CDC1 3 ) : S 7.52-7.61 (m, 4H), 7.34-7.47 (m, 5H), 7.23 (dd, J = 8.0, 8.0 Hz, 
1H), 6.80-6.92 (m, 3H), 4.21 (t, J = 6.8 Hz, 2H), 3.81 (s, 2H), 3.14 (t, J = 6.8 Hz, 
15 2H), 3.11 (s, 2H) 0 

gjjfcfl 2(17) 

2- (4-?nn-3 - (2- (5-^^-2-7i-Wt/-^-4 
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TLC : Rf 0.38 : ^ 9 J -to : 9 n n*;i/£ = 1 : 10: 100); 
NMR (CDC1 3 ) : 6 7.99 (m, 2H), 7.50-7.40 (m. 3H), 7.28 (d, J = 8.0 Hz, 1H), 7. 15 
(d, J - 2.0 Hz, 1H), 6.82 (dd, J = 8.0, 2.0 Hz, 1H), 6.30 (br., 1H), 4.38 (t, J = 6.5 Hz, 
2H), 3.85 (s, 2H), 3.18 (s, 2H), 3.03 (t, J = 6.5 Hz, 2H), 2.42 (s, 3H) 0 

m m (18) 

2- {4-9UV-Z - (4- (4-^fA'7x-;i/) ^TV*-;i/-2 — r ;i/ 



10 




TLC:Rf 0.42 (yfc. ! *9 ?oo*H=i: 10: 100); 

NMR (CDCI3) : 5 7.73 (d, J = 8.0 Hz, 2H), 7.44 (s. 1H), 7.33 (d, J = 8.0 Hz, 1H), 
7.22 (d, J = 8.0 Hz, 2H), 7. 11 (d, J = 2.0 Hz, 1H), 6.91 (dd, J = 8.0, 2.0 Hz, 1H), 
15 5.50 (s, 2H), 3.80 (s, 2H), 3.04 (s, 2H), 2.37 (s, 3H) C 

(19) 

2- (3- (tf7x-;i'-4--f;i'> h*'s) -4-?nD7x-WW 
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OH 



TLC:Rf 0.34 (tK : * 9 s-jC : ?nn*w = 1 : 1 o : 1 0 0) ; 
NMR (CDa 3 ) : S 7.65-7.35 (m, 9H), 7.33 (d, J = 8.0 Hz, 1H), 7.01 (d, J = 2.0 Hz, 
5 1H), 6.87 (dd, J = 8.0, 2.0 Hz, 1H), 5.20 (s, 2H), 3.79 (s, 2H), 3.02 (s, 2H) 0 

mm m (2 0) 

2- (3- ( (2E) -3- (fcf7x-;i/-4--f /u) ^o^;^^^) 7 



TLC : Rf 0.29 (9 n n : * j? J -)V= 10: 1 ) ; 

NMR (CDC1 3 ) : $ 7.22-7.62 (m, 10H), 6.74-6.97 (m, 4H), 6.45 (dt, J = 16.0, 5.6 
15 Hz, 1H), 4.73 (d, J = 5.6 Hz, 2H), 3.84 (s, 2H), 3.12 (s, 2H) 0 



(2 L) 

2- (3- (3- (Vf7x-;U-4-^f ;U) 7"D^y) 7 x-^/f^ft) 

mm 
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TLC:Rf 0.29 (^no*;!/ A : *?;-)l>=2 0 : 1); 
5 NMR (CDC1 3 ) : $ 7.19-7.61 (m, 10H), 6.78-6.93 (m, 3H), 4.00 (t, J = 6.1 Hz, 2H), 
3.82 (s, 2H), 3.12 (s, 2H), 2.86 (t, J = 7.6 Hz, 2H), 2.14 (tt, J = 7.6, 6.1 Hz, 2H) e 

% M!|2 (2 2) 

2- (3- (2- (5-^f^-2-7i^^/-^-4-^) x]> 
10 *v) 7xxj|/) ^•^f^^fil' 




TLC :Rf 0.52(?nn*;i/£ : ?/-;i/=9 : 1) ; 
15 NMR (CDCI3) : $ 8.00-7.90 (m, 2H), 7.45-7.35 (m, 3H), 7.20 (t, J = 7.5 Hz, 1H), 

6.90-6.75 (m, 3H), 4.20 (t, J = 7 Hz, 2H, ), 3.60 (s, 2H), 2.95 (t, J = 7 Hz, 2H), 
2.35(s, 3H)„ 

mm (_2_3J 

20 2 - (3 - (e7xx;v-4->f;i/n^y) fc?Vv>-5 — f fc* f-JWf-*) 
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TLC : Rf 0.14(7lc: *9J-*\ *n-n#*A=l : 10 : 100); 
5 NMR (DMSO-de) : 8 8.27 (d, J = 3.0 Hz, 1H), 8. 12 (d, J = 1.5 Hz, 1H), 7.75-7.30 
(m, 10H), 5.23 (s, 2H), 3.83 (s, 2H), 3.15 (s, 2H) 0 

mm (2 A) 

2- (3- (4' -7 r ntf;nf7x-;i/-4-^;i'> h^v) 7x^;Mf;i/ 

io wm 



H 3 C 




TLC:Rf o.4l (gfc&xf-ji/) ; 
15 NMR (CDdj) : <5 7.60 (d, J = 8.3 Hz, 2H), 7.51 (d, J - 8.2 Hz, 2H), 7.48 (d, J = 
8.3 Hz, 2H), 7.26 (dd, J = 7.8, 7.8 Hz, 1H), 7.25 (d, J = 8.2 Hz, 2H), 6.88-7.01 (m, 
3H), 5. 10 (s, 2H), 3.83 (s, 2 H), 3. 10 (s, 2H), 2.63 (t, J = 7.4 Hz, 2H), 1.68 (tq, J = 
7.4, 7.4 Hz, 2H), 0.97 (t, J = 7.4 Hz, 3H) 0 



155 



WO 99/46232 



PCT/JP99/01134 



mm (2 s) 

2- (3- (4- (tf'J^>-4-'f^) 7x^Mh^» 7i^;Mfil' 




TLC:Rf 0.47(^on*;WA : p«^/-;i/=5 : 1); 

NMR (CDC1 3 + 17 drops of CD3OD) : S 8.53 (d, J - 5.8 Hz, 2H), 7.61 (d, J = 8.0 
Hz, 2H), 7.49-7.52 (m, 4H), 7. 18 (dd, J = 7.7, 7.7 Hz, 1H), 6.80-6.95 (m, 3H), 5.07 
(s, 2H), 3.76 (s, 2H), 3.02 (s, 2H) e 

mmm2 (26) 

2- (3- (4- (tf»; v>-3 7i;;M 7x;)MfJb 




TLC : Rf 0.44(^OD*;UA : ^^y-;i/=5 : 1); 

NMR (DMSOd 6 ) : S 8.88 (d, J = 1.5 Hz, 1H), 8.56 (dd, J = 4.8, 1.5 Hz, 1H), 8.05 
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(m, 1H), 7.72 (d, J = 8.0 Hz, 2H), 7.54 (d, J = 8.0 Hz, 2H), 7.48 (m, 1H), 7. 19 (dd, J 
= 8.0, 8.0 Hz, 1H), 6.86-6.9 9 (m, 3H), 5.11 (s, 2H), 3.73 (s, 2H), 2.99 (s, 2H) 0 

**fcfl«2 (2 7) 

s 2- (3- (4- (l, z-v**y-4yyy-5-4)v) 7x_wh^» 



10 TLC: Rf 0.28 (^nD*W : * ? J 1 0 I 1)| 

NMR (CDC1 3 ) : 8 7.53 (d, J = 8. 1 Hz, 2H), 7.47 (d, J = 8. 1 Hz, 2H), 7.26 (dd, J = 
7.8, 7.8 Hz, 1H), 6.86-7.07 (m, 6H), 6.00 (s, 2H), 5.09 (s, 2H), 3.83 (s, 2H), 3.10 (s, 
2H) 0 

15 m m (28) 

2- (3- (4- (n*V *) 7x-;m yjL-frti-ju 

**) 
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TLC : Rf 0.50(?nn*;i/A : ?;-)],= 1 0 : 1) ; 

NMR (CDQ 3 +3 drops of CD 3 OD) : d 8.64 (ddd, J = 5.0, 1.6, 1.4 Hz, 1H), 7.90 (d, 

J = 8.6 Hz, 2H), 7.67-7.82 (m, 2H), 7.51 (d, J = 8.6 Hz, 2H), 7.18-7.29 (m, 2H), 
5 6.84-6.94 (m, 3H), 5.13 (s, 2H), 3 .77 (s, 2H), 3.00 (s, 2H) 0 

mm (2 9) 

2- (5- (fcf7:t-;t>-4--ni'> h*v) -2--h07i-WW 

*) wm 

10 




tlc : Rf o.40(^nn^;i^A : ^ ^y-;u= 1 0 : l) ; 

NMR (CDCI3) : d 8.16 (d, J = 9.0 Hz, 1H), 7.56-7.65 (m, 4H), 7.32-7.51 (m, 5H), 

15 7.04 (d, J = 2.8 Hz, 1H), 6.99 (dd, J = 9.0, 2.8 Hz, 1H), 5.21 (s, 2H), 4.25 (s, 2H), 
3.09 (s, 2H) 0 

mm (3 0) 

2- (3- (\£7jl-»-4-<{ fr* h3r~>) -4--hU7x-;Mf;Vf 

20 *) mm 
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0 2 N 



OH 



TLC:Rf 0.25(^nn*;i/^ : > ^y-;i/= 1 0 : 1) ; 

NMR (CDd 3 ) : S 7.85 (d, J = 8.4 Hz, 1H), 7.35-7.64 (m, 9H), 7.17 (d, J = 1.6 Hz, 
5 1H), 7.00 (dd, J = 8.4, 1.6 Hz, 1H), 5.29 (s, 2H), 3.84 (s, 2H), 3.03 (s, 2H) 0 

mm nz o i) 

2- (3- (4- (i, 3 -v***t4yyy- 4 >v) 7x^Mf^-» 
7 mm. 



TLC:Rf 0.35(^0 D*;i/ ^/-;i/= 1 0 : 1) ; 

NMR (CDCI3) : $ 7.73 (d, J = 8.5 Hz, 2H), 7.50 (d, J = 8.5 Hz, 2H), 7.25 (dd, J = 
15 8.0, 8.0 Hz, 1H), 6.80-7.08 (m, 6H), 6.01 (s, 2H), 5. 1 1 (s, 2H), 3. 82 (s, 2H), 3.08 (s, 
2H) 0 

«2 (3 2) 

2- (3- (2-7x^f7 > /-^-4-^f;Mh^y) 7i-JMf^f 

159 
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5 TLC:Rf 0.42 n : * ? J -;U= 1 0 : 1 ) ; 

NMR (CDC1 3 ) : S 8.80 (brs, 1H), 7.90-7.96 (m, 2H), 7.40-7.45 (m, 3H), 7.32 (s, 
1H), 7.25 (dd, J = 7.8, 7.8 Hz, 1H), 6.89-7.03 (m, 3H), 5.27 (s, 2H), 3.82 (s, 2H), 
3.09 (s, 2H) 0 

10 (3 3) 

2- (3- (2- (5-^^;U-2 - (4->Wx-^) 




15 

TLC:Rf 0.42(^nn^;UA : ^ ^y-7l/= 1 0 : 1) ; 

NMR (CDCI3) : S 7.86 (d, J = 8.0 Hz, 2H), 7.25-7. 17 (m, 3H), 7.07 (s, 1H), 6.88 
(d, J = 7.8 Hz, 1H), 6.80 (dd, J = 8.0, 1.4 Hz, 1H), 4.29 (t, J = 7.7 Hz, 2H), 3.87 (s, 
2H), 3.18 (s, 2H), 2.96 (t, J = 7.7 Hz, 2H), 2.39 (s, 3H), 2.37 (s, 3H) C 

20 

mm (a *) 

2- (3- (2- (2-7x^W/Hl'-4->f^) X^y) 71-^ 
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TLC:Rf 0.46 nn*;i/A : ^ 1 0 : 1) ; 

5 NMR (CDa 3 ) : S 7.90-7.95 (m, 2H), 7.39-7.46 (m, 3H), 7.23 (dd, J = 7.8, 7.8 Hz, 

1H), 7.08 (s, 1H), 6.81-6.98 (m, 3H), 4.38 (t, J » 7.0 Hz, 2H), 3.83 (s, 2H), 3.30 (t, J 
= 7.0Hz.2H),3.12(s,2H) o 

(3 5) 

10 2- (3- (2- (5-^9-^-2- (A-Y'JyPtu^^-juy^-)^) * 




15 TLC : Rf 0.27 n n*;UA : * * J -)V= 1 0 I 1 ) ; 

NMR (CDa 3 ) : 8 8.09 (d, J = 9.0 Hz, 2H), 7.70 (d, J = 9.0 Hz, 2H), 7.22 - 6.79 
(m, 4H), 4.29 (t, J = 7.5 Hz, 2H), 3.86 (s, 2H), 3.17 (s, 2H), 2.99 (t, J = 7.5 Hz, 2H), 
2.42 (s, 3H) 0 

20 mmi (3 6) 

2- (3- (2- (2-7x-Wt , /-A'-4-^) xf^y) 7i- 
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TLC : Rf 0.34(^nn*;i/A : > ?;-)\,= 1 0 : 1) ; 

NMR (CDCI3) : 8 7.99-8.04 (m, 2H), 7.58 (s, 1H), 7.42-7.47 (m, 3H), 7.23 (dd, J 
5 = 7.7, 7.7 Hz, 1H), 6.89-6.95 (m, 2H), 6.83 (dd, J = 7.7, 2.5 Hz, 1H), 4.30 (t, J = 7. 1 
Hz, 2H), 3.84 (s, 2H), 3.14 (s, 2H), 3.08 (t, J = 7.1 Hz, 2H) C 

mm (3 7) 

2- (3- (2- (5 2- (4-7HD7x-;l/) t^W-fr 
10 -4-4)V) xt-^y) 7x;^^Ht) mSt 



TLC: Rf 0.39(?nn*;i/A : * *y-;t/= 1 0 : 1) ; 

15 NMR (CDCI3) : $ 7.97 (dd, J = 8.8, 5.2 Hz, 2H), 7.24-7.07 (m, 3H), 6.97 (m, 1H), 

6.89 (d, J = 7.6 Hz, IH), 6.79 (dd, J = 8.0, 1.8 Hz, 1H), 4.25 (t, J » 7.1 Hz, 2H), 
3.82 (s, 2H), 3.13 (s, 2H), 2.9 7 (t, J = 7.1 Hz, 2H), 2.37 (s, 3H) 0 

20 2 - (3 - (2 - (1, 3-*J**y-'(>y>-S->( fr) 
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TLC:Rf 0.30(>on*;i/A : > 9 j 1 0 : 1) ; 

NMR (CDC1 3 ) : d 7.53 (d, J = 8.4 Hz, 1H), 7.44 (d, J = 2.0 Hz, 1H), 7.21 (t, J = 
5 7.9 Hz, 1H), 7.05 (s, 1H), 6.90-6.78 (m, 3H), 6.02 (s, 2H), 4.27 (t, J = 7.4 Hz, 2H), 
3.87 (s, 2H), 3.18 (s, 2H), 2,95 (t, J = 7.4 Hz, 2H), 2.36 (s, 3H) 0 

5- (3- (3- (5-^fJl'-2-7x-^W-^-4-^l') 7*0 
10 7x;^j 




TLC:Rf 0.63(?nn*;i/A : j* ^y-;W=9 I 1) ; 
15 NMR (CDCI3) : S 8.05 -7.95 (m, 2H), 7.50-7.40 (m, 3H), 7. 15 (m, 1H), 6.80-6.70 

(m, 3H), 4.00 (t, J = 6 Hz, 2H), 2.75 (t, J = 7 Hz, 2H), 2.60 (m, 2H), 2.35 (m, 2H), 
2.30 (s, 3H), 2.15 (m, 2H), 1.75-1.60 (m, 4H) 0 

MMm (4 0) 

20 2 - (3 - (2 - (5 -*^l/-2- (4-^on7x-;i/) t^^-fr- 
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TLC:Rf 0.29(?nn*;i/A : * 9 J -fr= 1 0 : 1) | 

NMR (CDC1 3 ) : 8 7.92 (d, J = 8.8 Hz, 2H), 7.41 (d, J = 8.8 Hz, 2H), 7.21 (t, J = 
5 7.9 Hz, 1H), 7.02 (m, 1H), 6 89 (d, J = 8.0 Hz, 1H), 6.81 (d, J = 8.0 Hz, 1H), 4.27 (t, 
J = 7.8 Hz, 2H), 3 86 (s, 2H), 3.16 (s, 2H) , 2.97 (t, J = 7.8 Hz, 2H), 2 39 (s, 3H) 0 

*tt«2 (4 1) 

2- (3- (5-^f^-2-7x-^tWHl/-4->f;V> 7 

10 




TLC:Rf 0.37(^nn*;i/A : ^ ^y-;i/=9 : 1) ; 
15 NMR (CDCI3) : 8 8.05 -7.95 (m, 2H), 7.50-7.40 (m, 3H), 7.25 (dd, J = 7.5, 7.5 Hz, 
1H), 7.05 (m, 1H), 6.95-6.85 (m, 2H), 5.05 (s, 2H), 3.80 (s, 2H), 3.15 (s, 2H), 2.45 
(s, 3H) 0 

20 2 - (3 - (3 - (5 -^f^-2-7x-;^W^-4-^^) 7n 
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TLC:Rf 0.42(^nn*;U^ : > ^y-;i/=9 : 1) ; 

NMR (CDCI3) : d 8.00 -7.90 (m, 2H), 7.45-7.40 (m, 3H), 7.25 (dd, J = 8, 8 Hz, 

5 1H), 6.95-6.85 (m, 2H), 6.80 (m, 1H), 4. 15 (t, J = 6.5 Hz, 2H), 3.85 (s, 2H), 3. 10 (s, 
2H), 2.65 (t, J = 7.5 Hz, 2H), 2.30 (s, 3H), 2.10 (m, 2H) C 

3r*fcffH2 (4 3) 

2- (3- (2- (5-^f;i'-2-7x-^^/-;i'-4-'f;i') i)> 
10 ^fy) 7x-)P) -2-^f)l'7D^>K 




TLC:Rf 0.51 (^on^^A : ^ ^y-;l/= 1 0 : 1) ; 
15 NMR (CDCI3) : S 7.96-8.01 (m, 2H), 7.40-7.45 (m, 3H), 7.22 (dd, J = 8.0, 8.0 Hz, 
1H), 6.92-6.98 (m, 2H), 6.78 (m, 1H), 4.22 (t, J = 6.6 Hz, 2H), 2.98 (t, J = 6.6 Hz, 
2H), 2.36 (s, 3H), 1.57 (s, 6H ) G 

•mm U4) 

20 2- (3 - (2- {5-*7fr-2- (2-^f^7x-^/) 
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TLC:Rf O.38(^on^;i/^:pt^y-;i/=10: 1); 

NMR (CDCI3) : 8 7.89 (m, 1H), 7.33-7. 17 (m, 4H), 6.99-6.79 (m, 3H), 4.29 (t, J = 
5 7.2 Hz, 2H), 3.83 (s, 2H), 3.12 (s, 2H), 2.99 (t, J = 7.2 Hz, 2H), 2.61 (s, 3H), 2.39 (s, 
3H) 0 

(4 5) 

2- (3- (2- (5 -ptf-;!'- 2 - (3-^^^7x-;w) 
10 4--f;w) -xb*v) Bfc$ 




TLC: Rf 0.39(^nn*;i/i, : ^^y-;i/=i 0 : 1); 
15 NMR (CDCI3) : 8 7.79 (m, 2H), 7.37-7. 17 (m, 3H), 7.03 (m, 1H), 6.88 (d, J = 7.4 

Hz, 1H), 6.81 (m, 1H), 4.28 (t, J = 7.2 Hz, 2H), 3.86 (s, 2H), 3.16 (s, 2H), 2.98 (t, J 
= 7.2 Hz, 2H), 2.40 (s, 3H), 2.39 (s, 3H) 0 

mm (4 6) 

20 2- (3 - (2 - (5 2 - (4 1«*->7x-JU) j**^/-* 

— 4 — T ^) X^y) 7x-JMf^ft) ^ 
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OH 



TLC :Rf 0.43(^nn>^;i/A : ^ ^y-;i/= 1 o : l) ; 

NMR (CDQ 3 ) : $ 7.92 (d, J = 9.0 Hz, 2H), 7.20 (dd, J = 7.9, 7.9 Hz, 1H), 7.05 (m, 
5 1H), 6.95 (d, J = 9.0 Hz, 2H), 6.78-6.90 (m, 2H), 4.27 (t, J = 7.4 Hz, 2H), 3.86 (s, 
2H), 3.85 (s, 3H), 3.17 (s, 2H), 2.96 (t, J = 7.4 Hz, 2H), 2.36 (s, 3H)„ 

m m (4 7) 

2- (3- (2- (5-^^-2- (4 -- l>D7x-;i/) 
10 A-4)V) i].^) yx-Wfii/fi) gj=$ 




TLC :Rf 0.48(^nn*;l/A : ^ ^y-;i/=9 : 1) ; 
15 NMR (CDC1 3 ) : 8 8.29 (d, J = 9.0 Hz, 2H), 8. 13 (d, J = 9.0 Hz, 2H), 7.22 (dd, J = 
8.0, 8.0 Hz, 1H), 6.88-6.94 (m, 2H), 6.80 (dd, J = 8.0, 1.6 Hz, 1H), 4.27 (t, J = 6.5 
Hz, 2H), 3.82 (s, 2H), 3.13 (s, 2H), 3.00 (t, J = 6.5 Hz, 2H), 2.43 (s, 3H) e 

20 2 - (3 - (2 - (5-^f^-2-7x-;Vt^fty-jl/-4-'f;i/) x-Y 
4fv) -5-^Dn7x;;MfW) ftfgl 
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KJ 0 



OH 



TLC :Rf 0.26(?no*;UA : * ? J : 1 0 0 I 1 0 : 1 ) ; 
NMR (CDC1 3 ) : S 7.95-8.00 (m, 2H), 7.41-7.47 (m, 3H), 6.93 (m, 1H), 6.89 (m, 
1H), 6.81 (dd, J = 2.0, 2.0 Hz, 1H), 4.27 (t, J = 7.2 Hz, 2H), 3.81 (s, 2H), 3.17 (s, 
2H), 2.97 (t, J = 7.2 Hz, 2H), 2. 39 (s, 3H)„ 

mmm (4 9) 

2- (3- (2- (5-^f^-2-7x-J^^V-^-4-^^) 



TLC:Rf o.29(^oo*^A : ^ ^y-;i/= i o : l) ; 

NMR (CDCI3) : 5 8.00-7.95 (m, 2H), 7.45-7.40 (m, 3H), 7.06 (t, J = 8.0 Hz, 1H), 
6.85-6.78 (m, 2H), 4.23 (t, J = 6.5 Hz, 2H), 3.84 (s, 2H), 3.13 (s, 2H), 3.01 (t, J = 
6.5 Hz, 2H), 2.38 (s, 3H), 2.22 (s, 3H) C 

mm (50) 

2- (1- (3- (2- (5-^f;i'-2-7x-W^ty-;v-4-^l/) 
•z-h+v) 7x-;l/) x^;Uf-*) 




CH 3 



OH 



CH 3 
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TLC : Rf 0.38(*nn*;i/A : *?;-)V=l 0:1); 

NMR (CDCI3) : S 8.00-7.94 (m, 2H), 7.46-7.39 (m, 3H), 7.23 (t, J = 7.8 Hz, 1H), 
5 7.01 (brs, 1H), 6.93 (bid, J = 8.0 Hz, 1H), 6.83-6.78 (m, 1H), 4.27 (t, J = 7.2 Hz, 
2H), 4.18 (q, J = 7.0 Hz, 1H), 3.06 (d, J = 15.6Hz, 1H), 3.04(d, J = 15.6 Hz, 1H), 
2.96 (t, J = 7.2 Hz, 2H), 2.38 (s. 3H), 1.58 (d, J = 7.0 Hz, 3H) G 

m^M2 (5 1) 

10 2- (3- (2- (5-^f;i'-2-7i-Wty-;i'-4-'f^) -1 




15 TLC : Rf 0.37 {? n u*)VJ* : * ? J -;i/= 1 0 : 1 ) ; 

NMR (CDCI3) : 8 8.00-7.94 (m, 2H), 7.45-7.38 (m, 3H), 7. 18 (t, J = 7.2 Hz, 1H), 
7.04 (brs, 1H), 6.89-6.77 (m, 2H), 4.77 (m, 1H), 3.83 (s, 2H), 3.16 (d, J * 15.0 Hz, 
1H), 3. 10 (d, J = 15.0 Hz, 1H), 3.01 (dd, J = 14 .2, 5.4 Hz, 1H), 2.63 (dd, J = 14.2, 
7.8 Hz, 1H), 2.35 (s, 3H), 1.34 (d, J = 6.2 Hz, 3H) 0 

20 

mm (5 2) 

2- (3- (2- (5- h 'J 7;i/tn^f;i/-2 -7 fr- 4 
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TLC : Rf 0.23(^nn^;i/A : * *y-;i/=2 0:i); 
5 NMR (CDC1 3 ) : 8 8. 10-8.01 (m, 2H), 7.58-7.42 (m, 3H), 7.22 (t, J = 8.0Hz, 1H), 
6.96-6.87 (m, 2H), 6.81 (m. 1H), 4.31 (t, J =7.0 Hz, 2H), 3.81 (s, 2H), 3.20 (t, J = 
7.0 Hz, 2H), 3.10 (s, 2H) C 

mmm 2 (53) 

10 2- (3- (2- (5-p<f-^-2-7a:-;u#^y-;u-4-'f;i') 7u 




15 TLC : Rf 0.38(^*"9-> :ffiiif;P=l : 3); 

NMR (CDCI3) : S 8.00-7.91 (m, 2H), 7.38-7.33 (m, 3H), 7.06 (t, J = 8.0 Hz, 1H), 

6.83-6.67 (m, 3H), 4.18-3.94 (m, 2H), 3.67 (s, 2H), 3.15 (m, 1H), 3.08 (s, 2H), 2.31 
(s, 3H), 1.34 (d, J = 7.0 Hz, 3H) 0 

20 mmi (54) 

2- (3- (2- (5-^f-^-2-7x-;wt^-9-V-;w-4-^;i/) 
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TLC : Rf 0.37(^nn*;W2» : * fy-)U= l 0 : 1) ; 

NMR (CD3OD) : $ 7.98-7.93 (m, 2H), 7.50-7.41 (m, 3H), 7. 15 (t, J = 7.8 Hz, 1H), 

5 6.94-6.86 (m, 2H), 6.76 (m, 1H), 4.24 (t, J = 6.6 Hz, 2H), 3.73 (d, J = 13.2 Hz, 1H), 
3.72 (d, 13.2 Hz, 1H) 3.27 (q, J = 7.0 Hz, 1H), 2.96 (t, J = 6.6 Hz, 2H), 2.37 (s, 3H), 
1.34 (d, J = 7.0 Hz, 3H) 0 

mmM2 (5 5) 

10 2- (3- (2- (5-^^-2- (4-xf^7x-;i/) t^V-)U- 
4-4 A>) x^v) 7i-;l^f-;i'f-*) gfeg 




15 TLC:Rf 0.33 (7ft I * 9 J -ft \ ^Dn^= 1 : 10: 100); 

NMR (CDCI3) : 8 7.88 (d, J = 8.5 Hz, 2H), 7.26 (d, J = 8.5 Hz, 2H), 7.20 (dd, J = 
8.0, 8.0 Hz, 1H), 7.01 (d, J = 2.5 Hz, 1H), 6.88 (d, J = 8.0 Hz, 1H), 6.80 (dd, J = 8.0, 
2.5 Hz, 1H), 4.26 (t, J = 7.0 Hz, 2H), 3.8 4 (s, 2H), 3.15 (s, 2H), 2.97 (t, J = 7.0 Hz, 
2H), 2.68 (q, J = 7.5 Hz, 2H), 2.37 (s, 3H), 1.25 (t, J = 7.5 Hz, 3H) e 

20 

g*fcfll2 (5 6) 

2- (3- (2- (5 -^f-^-2 - (2, 2-y'7;i/tD-l, 3-v** 
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F 



5 TLC:Rf 0.31 (tK I * 9 J-fr I ^no^A= 1 : 10 : 100); 

NMR (CDC1 3 ) : 5 7.75 (dd, J = 8.5, 2.0 Hz, 1H), 7.69 (d, J = 2.0 Hz, 1H), 7.21 
(dd, J = 8.0, 8.0 Hz, 1H), 7.11 (d, J = 8.5 Hz, 1H), 6.96 (d, J = 2.5 Hz, 1H), 6.89 (d, 
J = 8.0 Hz, 1H), 6.80 (dd, J = 8.0, 2.5 Hz, 1 H), 4.25 (t, J = 7.0 Hz, 2H), 3.83 (s, 2H), 
3.14 (s, 2H), 2.97 (t, J = 7.0 Hz, 2H), 2.38 (s, 3H)„ 

10 

m m (5 7) 

2- (3- (2- (5-^^-2- (4-7"oif^7i-JV) **rV-*S-fr 



15 




tlc: Rf 0.50 ofc '. *9j~-k : ^dd*m= 1 : 10 : 100); 

NMR (CDCI3) : 8 7.88 (d, J = 8.5 Hz, 2H), 7.24 (d, J = 8.5 Hz, 2H), 7.20 (dd, J = 
8.0, 8.0 Hz, 1H), 7.02 (d, J = 2.5 Hz, 1H), 6.88 (d, J = 8.0 Hz, 1H), 6.80 (dd, J = 8.0, 
20 2.5 Hz, 1H), 4.27 (t, J = 7.5 Hz, 2H), 3.8 5 (s, 2H), 3.16 (s, 2H), 2.97 (t, J = 7.5 Hz, 
2H), 2.62 (t, J = 7.5 Hz, 2H), 2.37 (s, 3H), 1.65 (m, 2H), 0.94 (t, J = 7.5 Hz, 3H) 0 
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***>2 (5 8) 

2- (3- (2- (5 2 - (4-'fV7'ot>7x-;p) 



5 




TLC:Rf o.53 (tK: *9 ^n*w = i : io: 100); 

NMR (CDC1 3 ) : 5 7.89 (d, J = 8.0 Hz, 2H), 7.29 (d, J = 8.0 Hz, 2H), 7.21 (dd, J = 

8.0, 8.0 Hz, 1H), 7.06 (d, J = 2.5 Hz, 1H), 6.88 (d, J = 8.0 Hz, 1H), 6.81 (dd, J = 8.0, 
10 2.5 Hz, 1H), 4.28 (t, J = 7.5 Hz. 2H), 3.8 7 (s, 2H), 3. 17 (s, 2H), 2.97 (t, J = 7.5 Hz, 
2H), 2.94 (m, 1H), 2.38 (s, 3H), 1.26 (d, J = 7.0 Hz, 6H) C 

^fifcg»2 (5 9) 

2- (3- (2- (5-^^;p-2-7i-;uf-TV > -;u-4--f;i/) 

15 v) 7xx;v>f^ft) 




TLC :Rf 0.32(?no*;i/A : > ? ;-)],= 10: 1) ; 
20 NMR (CDCI3) : d 7.88-7.82 (m, 2H), 7.45-7.34 (m, 3H), 7.21 (t, J = 7.8 Hz, 1H), 
6.98 (m, 1H), 6.92-6.77 (m, 2H), 4.33 (t, J = 7.2 Hz, 2H), 3.83 (s, 2H), 3.20 (t, J = 
7.2 Hz, 2H), 3.12 (s, 2H), 2.47 (s, 3H) C 
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2- (3- (2- (5 2- (4-W7x-;i/) **W-)V- 
4 -'OP) x^y) 7xZJMWi) 




5 H aC 

TLC: Rf 0.43(^on^;i/A : p«^y-;i/=9 : 1); 

NMR (CDC1 3 ) : 8 7.85 (d, J = 7 Hz, 2H), 7.30-7.05 (m, 3H), 7.05 (brs, 1H), 6.90- 
6.75 (m, 2H), 4.30 (t, J = 8 Hz, 2H), 3.85 (s, 2H), 3.20 (s, 2H), 2.95 (t, J = 8 Hz, 2H), 
10 2.60 (t, J = 8 Hz, 2H), 2.40 (s, 3H), 1.60 (m, 2H), 1.35 (m, 2H), 0.95 (t, J = 7 Hz, 
3H) 0 

mm (JJJ 

2- (3- (2- (5-if^-2-7x^HH/-JV-4 xh 
15 *v) 7oi-;i/^^;i/f-^) gfc$ 




TLC : Rf 0.63(^no*;UA : p«^y-jl/=5 I 1); 
20 NMR (CDCI3) : $ 7.96-8.01 (m, 2H), 7.40-7.47 (m, 3H), 7.21 (dd, J = 7.8, 7.8 Hz, 
1H), 7.04 (m, 1H), 6.88 (d, J =7.8 Hz, 1H), 6.81 (dd, J =7.8, 2.4Hz, 1H), 4.28 (t, J 
= 7.5 Hz, 2H), 3.86 (s, 2H) , 3. 17 (s, 2H), 2.98 (t, J = 7.5 Hz, 2H), 2.75 (q, J = 7.4 
Hz, 2H), 1.31 (t, J = 7.4 Hz, 3H) Q 
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m mz (6 2) 

2- (3- (2- (5-**)\'-2- (2, 3, 5, 6 -r h 77Wd- 4 

5 




TLC : Rf 0.33 (^D #/U A . J —;U= 15 11); 
10 NMR (CDC1 3 ) : 5 7.21 (t, J = 7.8 Hz, 1H), 6.97-6.75 (m, 3H), 4.26 (t, J = 7.0 Hz, 
2H), 3.82 (s, 2H), 3.12 (s, 2H), 3.02 (t, J = 7.0 Hz, 2H), 2.42 (s, 3H), 2.33 (m, 3H) 0 

$*«2 (6 3) 

2- (3- (2- (5-^^-2- (4-^>f;i/7xzj|/) f^w-fr 
15 -4->f*) 7x-^f;l/ft) WfWL 




TLC:Rf 0.50(^nn*;i/A : ^^/-;l/=9 I 1) ; 
20 NMR (CDCI3) : 5 7.90 (d, J = 8 Hz, 2H), 7.30-7. 15 (m, 3H), 7.05 (br., 1H), 6.90- 

6.75 (m, 2H), 4.30 (t, J = 8 Hz, 2H), 3.90 (s, 2H), 3.20 (s, 2H), 3.00 (t, J = 8 Hz, 2H), 
2.65 (t, J = 8 Hz, 2H), 2.40 (s, 3H), 1.60 (m, 2H), 1.45-1.20 (m, 4H), 0.90 (t, J = 7 
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Hz, 3H) 0 

m m (6 4) 

2- (3- (2- (S-*TA'-2- (3-^no-4-^f;i/7i-;l/) * 




TLC:Rf 0.63(^nn^;i/A : p< ^y-;i/=5 : 1) ; 
10 NMR (CDa 3 ) : 5 7.95 (d, J = 1.8 Hz, 1H), 7.76 (dd, J = 8.0, 1.8 Hz, 1H), 7.29 (d, 
J = 8.0Hz, 1H), 7.21 (dd, J = 7.8, 7.8Hz, 1H), 6.99 (m, 1H), 6.89 (m, 1H), 6.80 (m, 
1H), 4.26 (t, J = 7.1 Hz, 2 H), 3.84 (s, 2H), 3.15 (s, 2H), 2.97 (t, J - 7.1 Hz, 2H), 
2.40 (s, 3H), 2.38 (s, 3H) 0 

15 mm (6 5) 

2- (3- (2- {5 2 -v^0^^rv;W^^-tV*-;U-4 -4 JU) 




20 

TLC : Rf 0.38(^OD^;l/A : pJ^y-;l/=9 : l); 

NMR (CDa 3 ) : $ 7.20 (dd, J = 7.5, 7.5 Hz, lH), 7.05 (br. lH), 6.90-6.75 (m, 2H), 
4.20 (t, J = 8 Hz, 2H), 3.90 (s, 2H), 3.20 (s, 2H), 2.85 (t, J = 8 Hz, 2H), 2.25 (s, 3H), 
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2.10-1.20 (m, 10H) o 

2- (3- (2- (5-*1-)U-2 -v^n^\^rv;i/^^-9-y-;i/-4 -jfr) 




TLC:Rf 0.22(^nn*;WA : ^^y-;i/=l 0 : 1); 
NMR (CDC1 3 ) : S 6.96 (m, 1H), 6.76-6.66 (m, 2H), 6.58 (m, 1H), 4.00 (m, 2H), 
10 3.48 (s, 2H), 3.07 (s, 2H), 2.74 (m, 2H), 2.62 (m, 1H), 2.15 (s, 3H), 2.01-1.89 (m, 
2H), 1.80-1.15 (m, 8H) e 

mmM2 (6 6) 

2- (3- (2- (5-***- 2- (4- {2-^f-^fu\£)V) 




TLC:Rf 0.44(^nn^;PA : ^y-;l/=9 : 1) ; 
20 NMR (CDCI3) : 8 7.90 (d, J = 7 Hz, 2H), 7.30-7. 15 (m, 3H), 7.05 (m, 1H), 6.95- 

6.75 (m, 2H), 4.25 (t, J = 7.5 Hz, 2H), 3.85 (s, 2H), 3.20 (s, 2H), 3.00 (t, J = 7.5 Hz, 
2H), 2.50 (d, J = 8 Hz, 2H), 2.40 (s, 3H), 1.90 (m, 1H), 0.90 (d, J = 8 Hz, 6H) G 
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2- (3- (2 - (5 2- (4-t-7Wx-;i/) **^V- 



5 




TLC:Rf O50(?nn*H:^^-jp=9:'i); 

NMR (CDC1 3 ) : 5 7.90 (d, J = 9 Hz, 2H), 7.45 (d, J = 9 Hz, 2H), 7.20 (dd, J = 8, 8 

Hz, 1H), 7.05 (br., 1H), 6.90-6.80 (m, 2H), 4.30 (t, J = 7.5 Hz, 2H), 3.85 (s, 2H), 
10 3.20 (s, 2H), 3.00 (t, J = 7.5 Hz, 2H), 2.40 (s, 3H), 1.35 (s, 9H) C 

m m (63) 

2- (3- (2- (5 2- (4-v^n^\4rS/;W7x-;V) 




TLC:Rf 0.65(^on*;UA : pt^y-;i/=9 : l); 

NMR (CDCI3) : 5 7.89 (d, J « 8.5 Hz, 2H), 7.27 (d, J = 8.5 Hz, 2H), 7.20 (dd, J = 
20 8.0, 8.0 Hz, 1H), 7.03 (m, 1H), 6.88 (d, J = 8.0 Hz, 1H), 6.80 (dd, J = 8.0, 2.2 Hz, 
1H), 4.27 (t, J = 7.5 Hz, 2H) , 3.85 (s, 2H), 3.16 (s, 2H), 2.97 (t, J = 7.5 Hz, 2H), 
2.53 (m, 1H), 2.37 (s, 3H), 1.70-1.90 (m, 4H), 1.20-1.52 (m, 6H) 0 
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mum 2 (^9) 

2- (3- (5-^^-2- (i, z-v***y4 >y>-5-< oi/) 



5 




TLC : Rf 0.40 on*w '. 9 J — ;i/= 10 I 1 ) ; 

NMR (CDQ 3 ) : S 7.54 (dd, J = 8.0, 1.8 Hz, 1H), 7.46 (d, J = 1.8 Hz, 1H), 7.21 (d, 
J = 8.0 Hz, 1H), 7.07-7.02 (m, 1H), 6.96-6.82 (m, 3H), 6.02 (s, 2H), 5.00 (s, 2H), 
10 3.78 (s,2H), 3.11 (s, 2H), 2.42 (s, 3H)„ 

mm (7 0) 

2- (3- (5 2- (4-'fV7'D^7x^) ^Hf-y-A— 




TLC :Rf 0.48(?nn*;i/A : ^*/-;i/=l 0 : 1); 

NMR (CDC1 3 ) : S 7.92 (d, J = 8.5 Hz, 2H), 7.34-7. 17 (m, 3H), 7.08-7.03 (m, 1H), 
20 6.96-6.84 (m, 2H), 5.02 (s, 2H), 3.78 (s, 2H), 3. 11 (s, 2H), 2.94 (sep., J = 7.0 Hz, 
1H), 2.44 (s, 3H), 1.26 (d, J = 7.0 Hz, 6 H) Q 
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*tt«2 (7 1) 

2- (3- (2- (4-^f;l'-2-7xz;i/t^ff/-;P-5 — ( )V) x|> 
+ V) 7 x = >U* fj=$ 

5 




TLC : Rf 0.38 n n ; * ? j \ o : 1 ) ; 

NMR (CDC1 3 ) : 8 8.00-7.95 (m, 2H), 7.49-7.37 (m, 3H), 7.22 (t, J = 8.0 Hz, 1H), 
10 6.95-6.76 (m, 3H), 4.23 (U = 7.0 Hz, 2H), 3.81 (s, 2H), 3.15 (t, J = 7.0 Hz, 2H), 
3.10 (s, 2H), 2.22 (s, 3H) C 

(7 2) 

2- (3- (2- (5 2- (3, h^fv7x-;l/) 
15 y-;i/-4-^^) ih^fy) 7i-;i/^f-;uf-t) gfc$ 




TLC : Rf 0.62(*nn*;WA : **y-/u=5 : l); 
20 NMR (CDCI3) : 5 7.57 (dd t J = 8.5, 2.0 Hz, 1H), 7.51 (d, J = 2.0 Hz, 1H), 7.21 
(dd, J = 8.0, 8.0 Hz, 1H), 7.04 (m, 1H), 6.91 (d, J = 8.5 Hz, 1H), 6.78-6.90 (m, 2H), 
4.28 (t, J = 7.5 Hz, 2H), 3.95 (s, 3H), 3.93 (s, 3H), 3.86 (s, 2H), 3.16 (s, 2H), 2.96 (t, 
J = 7.5 Hz, 2H), 2.38 (s, 3H) 0 

180 



WO 99/46232 



PCT/JP99/01134 



m m (73) 

2- (3- (2- (5-^f-;U-2- (4-hV7;l/^n> h^y7i-^) 

5 




TLC:Rf 0.39(^nn*;UA : ^y-;i/=9 : 1) ; 

NMR (CDC1 3 ) : S 8.00 (d, J = 8 Hz, 2H), 7. 30 (d, J = 8 Hz, 2H), 7. 20 (dd, J = 7.5, 
10 7.5 Hz, 1H), 7.00 (br. 1H) 6.90 (d, J = 7.5 Hz, 1H), 6.80 (dd, J = 7.5, 7.5 Hz, 1 H), 
4.25 (t, J = 7 Hz, 2H), 3.85 (s, 2H), 3.15 (s, 2H), 3.00 (t, J = 7 Hz, 2H), 2.40 (s, 3H) 0 

mm (74) 

2- (3- (2- (5-^^-2- (3, 4, 5 - h V * Kv7x-^) 
15 4->f;i/) Jch+v) 7x-WW*) JSS 




TLC : Rf 0.39(^nn*;l^A : ^ ^y-;l/=9 : 1); 
20 NMR(CDa 3 ): d 7.25-7.15 (m, 3H), 7.05 (m, 1H), 6.90-6.75 (m, 2H), 4.25 (t, J = 
7.5 Hz, 2H), 3.95 (s, 6H), 3.90 (s, 3H), 3.85 (s, 2H), 3.15 (s, 2H), 2.95 (t, J = 7.5 Hz, 
2H), 2.40 (s, 3H) 0 
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mM2 (7 5) 

2- (3- (2- (5-^f-;i/-2- U-^f-JHM?^- 1 -4 )V) * 




TLC:Rf 0.26 (7K I *9 J-fr \ ?0D*M = 1 : io: 100); 
NMR (CDa 3 ) : S 7. 14 (dd, J = 7.5, 7.5 Hz, 1H), 6.88 (d, J = 7.5 Hz, 1H), 6.73 
10 (dd, J = 7.5, 2.0 Hz, 1H), 6.70 (d, J = 2.0 Hz, 1H), 4.27 (t, J = 6.5 Hz, 2H), 3.78 (s, 
2H), 3.55 (t, J = 5.0 Hz, 4H), 3. 14 (s, 2H), 2.90 (t, J = 6.5 Hz, 2H), 2.85 (t, J = 5.0 
Hz, 4H), 2.51 (s, 3H), 2.19 (s, 3H)o 

**«2 (7 6) 

15 2- (3- (2- (5-*f-JU-2- (4-^W#7x-JP) 




20 TLC : Rf 0.33 (tK I > 9 S -)V '. ^nn*M=l ."10:100); 

NMR (CDC1 3 ) : 8 7.88 (d, J = 8.5 Hz, 2H), 7.27 (d, J = 8.5 Hz, 2H), 7.20 (dd, J = 
8.0, 8.0Hz, 1H), 7.03 (dd, J = 2.5, 2.0 Hz, 1H), 6.88 (ddd, J = 8.0, 2.0, 1.0 Hz, 1H), 
6.80 (ddd, J = 8.0, 2.5, 1.0 Hz, 1H), 4.27 (t, J = 7.5 Hz, 2H), 3.85 (s, 2H), 3.16 (s, 
2H), 2.96 (t, J = 7.5 Hz, 2H), 2.51 (s, 3H), 2.37 (s, 3H) C 
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mm (77) 

2- (3- (2- (5 2- (br';y>-2->f;u) *WV-;t/- 



TLC:RF 0.55(? nn*;i/«k : *?y-)\s=5 : 1); 

NMR (CDC1 3 ) : S 8.77 (ddd, J = 4.9, 1. 8, 0. 8 Hz, 1H), 8.04 (ddd, J = 8.0, 1.2, 0. 8 
10 Hz, 1H), 7.84 (ddd, J = 8.0, 7.6, 1.8 Hz, 1H), 7.38 (ddd, J - 7.6, 4.9, 1.2 Hz, 1H), 
7.23 (dd, J = 7.8, 7.8 Hz, 1 H), 7.10 (m, 1H), 6.92 (m, 1H), 6.81 (m, 1H), 4.34(t, J = 
7.0 Hz, 2H), 3.85 (s, 2H), 3.13 (s, 2H), 2.99 (t, J = 7.0 Hz, 2H), 2.42 (s, 3H) 0 

g*fcflll2 (7 8) 

15 2- (3- (2- {5-*f-*'-2- (ft7x>-2-'f^) ir^V-fr 



20 TLC:Rf 0.52 (? n n*;WA : * ? J -)V= 5 I 1 ) ; 

NMR (CDCI3) : <J 7.64 (dd, J = 3.6, 1.2 Hz, 1H), 7.39 (dd, J = 5.0, 1.2 Hz, 1H), 
7.20 (dd, J = 7.8, 7.8 Hz, 1H), 7.09 (dd, J = 5.0, 3.6 Hz, 1H), 7.00 (m, 1H), 6.88 (m, 
1H), 6.80 (m, 1H), 4.25 (t, J= 7.4 Hz, 2H), 3.85 (s, 2H), 3.16 (s, 2H), 2.95 (t, J = 
7.4 Hz, 2H), 2.36 (s, 3H)o 
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***«2 (7 9) 

2- (3- (2- (5 - (3-- * 

5 




TLC:Rf 0.40 (gfc$x^;i/) ; 

NMR (CDC1 3 ) : 5 8.52 (s, 1H), 8.07 (d, J = 8.0 Hz, 1H), 7.39 (d, J = 8.0 Hz, 1H), 
10 7.18 (m, 1H), 6.70 - 7.00 (m, 3H), 4.23 (t, J = 6.6 Hz, 2H), 3.78 (s, 2H), 3.1 1 (s, 2H), 
2.97 (t, J = 6.6 Hz, 2H), 2.61 (s, 3H), 2. 39 (s, 3H) 0 

mmi (so) 

2- (3- (2- (5 - (4-v^W^7x^) 
15 )V) xf+y) 7x.^;i^^;t/^*) gf-gg 




TLC : Rf 0.47 (>jc : *9 J—* \ ?nn*;^=l : 10:100); 
20 NMR (CDCI3) : 5 7. 84 (d, J = 9.0 Hz, 2H), 7.20 (dd, J = 8.0, 8.0 Hz, 1H), 7. 1 1 
(dd, J = 2.0, 1.0 Hz, 1H), 6.87 (dd, J= 8.0, 1.0 Hz, 1H), 6.80 (dd, J = 8.0, 2.0 Hz, 
1H), 6.71 (d, J = 9.0 Hz, 2H), 4.29 (t, J = 8.0 Hz, 2H), 3.88 (s, 2H), 3.19 (s, 2H), 
3.02 (s, 6H), 2.94 (t, J = 8.0 Hz, 2H), 2.35 (s, 3H) C 
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*tt«2 (8 1) 

2- (3- (2- (5 2 -v^n^>^;i/^-+-9-y-;i/-4->f;i/) 

5 




TLC : Rf 0.44(^nn*;i/A : ^ ^y-;i/=9 I 1) ; 

NMR (CDC1 3 ) : 5 7.20 (dd, J = 7.5, 7.5 Hz, 1H), 7.10 (br., 1H), 6.85 (d, J = 7.5 

10 Hz, 1H), 6.80 (dd, J = 7.5, 1.5 Hz, 1H), 4.20 (t, J = 7.5 Hz, 2H), 3.85 (s, 2H), 3.20 
(s, 2H), 3.15 (m, 1H), 2.85 (t, J = 7.5 Hz, 2H), 2.25 (s, 3H), 2.20-1.60 (m, 8H) C 

fcf* (2- (3- (2- (5-*f-;V-2-v*n^>f-^*3r-9-y-;i/-4 

15 




TLC :Rf 0.29(^0 n*;l/A : ^ ^y-;i/= 1 0 : l); 

NMR (DMSO-d 6 ) : S 7. 18 (t, J = 8.0 Hz, 1H), 6.88-6.72 (m, 3H), 4.09 (t, J = 6.8 
20 Hz, 2H), 3.69 (s, 2H), 3. 19-3.00 (m, 1H), 2.96 (s, 2H), 2.84 (s, 2H), 2.78 (t, J = 6.8 
Hz, 2H), 2.21 (s, 3H), 2.06-1.48 (m, 8H) 0 
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mm (8 2) 

2- (3- (2- (5-^f-^-2- (4->f^7x-Jl/) 
4-4*) 7x-^/) #® 



5 




TLC : Rf 0.46(*nn*;UA : **?;-)V=\ o : l); 

NMR (CDC1 3 ) : £ 7.85 (d, J = 8.4 Hz, 2H), 7.27-7. 14 (m, 3H), 6. 89-6.75 (m, 3H), 

4.20 (t, J = 6.6 Hz, 2H), 3.59 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 2.38 (s, 3H), 2.35 (s, 
10 3H) 0 

mmm (8 3) 

2- (3- (2- (S-^f-*- 2 - (4-xf^7x-;i/) **-9-y-*- 

4.-4*) X^y) 7x-^) 

15 




TLC :Rf 0.54(^nn*;i/A : ^^y-;i/=i o : 1); 

NMR (CDC1 3 ) : <? 7.88 (d, J = 8.2 Hz, 2H), 7.29-7. 15 (m, 3H), 6.89-6.75 (m, 3H), 
20 4.20 (t, J = 6.6 Hz, 2H), 3.60 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 2.68 (q, J = 7.6 Hz, 
2H), 2.35 (s, 3H), 1.25 (t, J - 7.6 Hz, 3H) C 

mm (8 4) 

186 



WO 99/46232 



PCT/JP99/01134 



2- (3- (2- (5 - {4--?u\£)V7 zl-K) **-9-V-;u 

-4-j)U) Xh^ri/) 7x-;l/) gfc® 




TLC : Rf 0.57 n n : ^ * y -;W= 1 0 : 1 ) ; 

NMR (CDC1 3 ) : S 7.87 (d, J = 8.2 Hz, 2H), 7.28-7. 15 (m, 3H), 6. 88-6.76 (m, 3H), 
4.20 (t, J = 6.6 Hz, 2H), 3.59 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 2.61 (t, J = 7.5 Hz, 
2H), 2.35 (s, 3H), 1.65 (sixtet, J = 7.5 Hz, 2H), 0.94 (t, J = 7.5 Hz, 3H) C 

m m m (8 5) 

2- (3 - (2- (5-^f-;w-2- (4-^V7"ot:jl/7x^V) 



15 




TLC:Rf O.52(^on*;i/A : ^^y-;v-=i o : 1); 

NMR (CDC1 3 ) : 6 7.88 (d, J = 8.2 Hz, 2H), 7.32-7. 15 (m, 3H), 6.88-6.76 (m, 3H), 
4. 19 (t, J = 6.6 Hz, 2H), 3.59 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 2.93 (sept, J = 7.2 Hz, 
20 1H), 1.25 (d, J = 7.2 Hz, 6H) 0 

2- (3- (2- (5-^f-;W-2- (4- 7i-^) 
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TLC:Rf 0.50(^nn^;i/A : ^ ^y-;u= 1 o : 1) ; 
5 NMR (CDC1 3 ) : 8 7.87 (d, J = 8.2 Hz, 2H), 7. 26-7. 15 (m, 3H), 6. 89-6.76 (m, 3H), 

4.20 (t, J = 6.6 Hz, 2H), 3.59 (s, 2H), 2.96 (t, J - 6.6 Hz, 2H), 2.50 (d, J = 7.0 Hz, 
2H), 2.35 (s, 3H), 1.88 (m, 1H ), 0.90 (d, J = 6.6 Hz, 6H) 0 

fttt flg (8 7) 

10 2- (3- (2- {5 2- (4- t -rf-Jl/7x-;l/) 




15 TLC:Rf 0.44 o n#;i/A : y * / -;u= 1 0 : 1 ) ; 

NMR (CDCI3) : S 7.89 (d, J = 8.2 Hz, 2H), 7.43 (d, J » 8.2 Hz, 2H), 7.20 (t, J = 
8.0Hz. 1H), 6.89-6.76 (m, 3H), 4.20 (t, J = 6.6 Hz, 2H), 3.60 (s, 2H), 2.96 (t, J = 
6.6 Hz, 2H), 2.35 (s, 3H), 1.33 (s, 9H) C 

20 mmi (8 8) 

2- (3- (2- (5-p«^;w-2-v^nyntf;u^+-ty , -;w-4->f;w) 
xh+y) 7x-;Mf;i/ft) g£g£ 
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WO 99/46232 



PCT/JP99/01134 




TLC:Rf 0.39 (tK: *9J—fr \ ?nn*;ui,= i : io : 100); 
NMR (CDCI3) : 8 7.18 (dd, J = 8.0, 8.0 Hz, 1H), 7.00 (d, J = 2.5 Hz, 1H), 6.86 (d, 
5 J = 8.0 Hz, 1H), 6.77 (dd, J «= 8.0, 2.5 Hz, 1H), 4.19 (t, J = 7.5 Hz, 2H), 3.83 (s, 2H), 
3.15 (s, 2H), 2.84 (t, J = 7.5 Hz, 2H), 2.22 (s, 3H), 2.06 (m, 1H), 1.10-0.95 (m, 4H) 0 



Mtimi (8 9.) 

2- (3- (2- (5-*f\n/-2- (4- (1, 2, 3-f7v7'/-^- 



15 TLC:Rf 0.30 n n : ^ * / -;W= 1 0 ! 1 ) ; 

NMR (CD3OD) : 5 9.35 (d, J = 0.8 Hz, 1H), 8.24 (d, J - 8.2 Hz, 2H), 8. 1 1 (d, J = 
8.2 Hz, 2H), 7.20 (t, J = 7.6 Hz, 1H), 6.95-6.78 (m, 3H), 4.27 (t, J = 6.2 Hz, 2H), 
3.78 (s, 2H), 3.06 (s, 2H), 3.00 (t, J = 6.2 Hz , 2H), 2.41 (s, 3H) 0 

20 m& m (9 0) 

2- (3- (2- (5-p«f-;U-2- (4- (4->f-;U-l, 2, 3 -*7 

yrv > -^-5-'f;i/) 7x-;i/) t^r-9-V-;w-4-^;u) x^-» 7x 
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tlc :Rf o.34(^nn*;i/A : * ? j-)v= io:i); 

5 NMR (CDC1 3 ) : 8 7.22 (t, J = 8.0 Hz, 1H), 6.95-6.74 (m, 3H), 4.24 (t, J = 6.2 Hz, 
2H), 3.81 (s, 2H), 3.11 (s, 2H), 3.02 (s, 3H), 2.99 (t, J = 6.2 Hz, 2H), 2.42 (s, 3H) 0 

mmm lajj 

2- (3- (2- (5 2- (4-^Kv7xr;i/) 
10 -i-<i&) iRy) 7i-JV) gfcg£ 




TLC : Rf 0.67(^on*;i/A : ^^y-;i/=i 0 : l); 
15 NMR (CDCI3) : 8 7.90 (d, J - 9.0 Hz, 2H), 7.20 (t, J » 8.0 Hz, 1H), 6.93 (d, J = 
9.0 Hz, 2H), 6.89-6.76 (m, 3H), 4.19 (t, J = 6.6 Hz, 2H), 3.84 (s, 3H), 3.59 (s, 2H), 
2.95 (t, J = 6.6 Hz, 2H), 2.34 ( s, 3H) C 

20 2- (3- (2 - {S-*f-*-2- (3, 4-^h+*/7i-*) 



190 
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o 



OH 



H 3 C 



CH3 



TLC:Rf o.54(^no^;i/A : >^y-;u=i 0 : l); 

NMR (CDCI3 + CD3OD) : S 7.56 (dd, J = 8.2, 2.0 Hz, 1H), 7.51 (d, J = 2.0 Hz, 
5 1H), 7.22 (t, J = 8.0 Hz, 1H), 6.93 (d, J = 8.2 Hz, 1H), 6.90-6.77 (m, 3H), 4.22 (t, J 
= 6.6 Hz, 2H), 3.97 (s, 3H), 3.93 (s, 3H), 3.57 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 2.38 
(s, 3H)o 

mtmi (JLU 

10 2- (3- (2- (5->^-2- (1, 3-y**-<M >y>-5-j )V) 



15 TLC:Rf 0.53 un*;UA : * 9 J -;i/= 1 0 : 1 ) ; 

NMR (CDCI3) : 8 7.51 (dd, J = 8.2, 1.8 Hz, 1H), 7.43 (d, J = 1.8 Hz, 1H), 7.21 (t, 
J = 7.6 Hz, 1H), 6.89-6.76 (m, 4H), 6.00 ( s, 2H), 4. 19 (t, J = 6.6 Hz, 2H), 3.60 (s, 
2H), 2.94 (t, J = 6.6 Hz, 2H), 2.34 (s, 3H)» 

20 2 (94) 

2- (3- (2- (5-^^-2- (3. 4, 5 - h V * h +y7 
**^V-;U-4--Ol/) xh^fv) 7x-;W 

191 
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TLC:Rf 0.47(^OO^;i/A : ^^y-;i/=i o : l) ; 
5 NMR(CDa 3 ): 8 7.21 (t, J = 8.0 Hz, 1H), 7.20 (s, 2H), 6.89-6.76 (m, 3H), 4.21 (t, 

J = 6.6 Hz, 2H), 3.91 (s, 6H), 3.88 (s, 3H), 3.60 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H), 
2.38 (s, 3H) 0 

mim 2 (9 5) 

10 2- (3- (2- (5-^^-2- (4-l- l J7Wo^l«+v7x^) 




15 TLC:Rf 0.57 n D ; * 9 J 1 0 : 1 ) ; 

NMR (CDC1 3 ) : * 8.00 (d, J = 8.8 Hz, 2H), 7.30-7. 16 (m, 3H), 6.89-6.76 (m, 3H), 
4.21 (t, J = 6.6 Hz, 2H), 3.60 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 2.37 (s, 3H) 0 

20 2- (3 - (2 - (5-^f-^-2- (2, 2-y'7Jl/tD-l, 3-v** 

192 
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F 



TLC : Rf 0.53 n n : > * J -)U= 1 o : 1 ) ; 

5 NMR (CDa 3 ) : £ 7.74 (dd, J » 8.4, 1.5 Hz, 1H), 7.68 (d, J = 1.5 Hz, 1H), 7.22 
(dd, J = 9.4, 7.4 Hz, 1H), 7.09 (d, J = 8.4 Hz, 1H), 6.89-6.76 (m, 3H), 4.21 (t, J = 
6.6 Hz, 2H), 3.60 (s, 2H), 2.95 (t, J = 6.6 Hz, 2H), 2.36 (s, 3H) e 

mm (9 7) 

10 2- (3- (2- (S-**»-2- (4-l> , j7HD^f)l/ft7x^)P) 




15 lLC:Rf 0.47 (^nn^;UA : ^ ^y-;u= 1 0 : 1) ; 

NMR (DMSOd 6 ) : 8 8.02 (d, J = 8. 1Hz, 2H), 7.81 (d, J= 8. 1Hz, 2H), 7.20 (t, J = 

7.8Hz, iH), 6.86-6.80 (m, 3H), 4.20 (t, J = 6.6Hz, 2H), 3.74 (s, 2H), 3.09 (s, 2H), 
2.94 (t, J = 6.6Hz, 2H), 2.37 (s, 3H) 0 

20 m mi (9 8) 

2- (3- (2- (5->f-*-2- (4-->7V 7x^;P) f+y-y-n,- 

4-4 a,) x^-» 7x^wwt) &m 
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TLC : Rf 0.24 (^^y : gf=S£:r.?-;i/ = l : l); 
5 NMR (CDa 3 ) : 8 8.08 (d, J = 8.0 Hz, 2H), 7.72 (d, J = 8.0 Hz, 2H), 7.22 (m, 1H), 

6.76-6.98 (m, 3H), 4.26 (t, J = 6.6 Hz, 2H), 3.83 (s, 2H), 3.13 (s, 2H), 2.99 (t, J = 
6.6 Hz, 2H), 2.42 (s, 3H)„ 

10 2- (3- (2- (5 2- (7 7>-2->f^) ***yV-)V-4 




15 TLC : Rf 0.24 I ffc$x?-;i/ = l : l); 

NMR (CDC1 3 ) : S 7.52 (m, 1H), 7.20 (m, 1H), 6.74-7.03 (m, 4H), 6.51 (dd, J = 
3.4, 1.6 Hz, 1H), 4.25 (t, J = 6.8 Hz, 2H), 3.82 (s, 2H), 3. 13 (s, 2H), 2.97 (t, J - 6.8 
Hz, 2H), 2.37 (s, 3H) C 

20 mmm 2 (100) 

2- (3- (5-^f;i/-2-7i-;i/*W-Jl'-4-'f^) 
7x-^) &WL 
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TLC:Rf 0.31(^no*;i/A : p{^y-;u=8 : 1); 

NMR (CDCI3) : S 8.00 (m, 2H), 7.42 (m, 3H), 7.24 (m, 1H), 6.85-6.98 (m, 3H), 
4.98 (s, 2H), 3.61 (s, 2H), 2.42 (s, 3H) 0 

mmm2 LULU 

2- (3- (2- (5 2 -7x-A'f7 , /-A'- 4 — f ;U) + 




TLC : Rf 0.43(^na^;i/^ : ^ ^y-;i/=9 : i) ; 

NMR 0 : 8 7.89-7.81 (m, 2H), 7.46-7.34 (m, 3H), 7.26-7.16 (m, 1H), 6.87-6.78 
(m, 3H), 4.30 (t, J = 6.8 Hz, 2H), 3.59 (s, 2H), 3.18 (t, J = 6.8 Hz, 2H), 2.45 (s. 3H) Q 

*mm 2 (102) 

2- (3- (3- (5-^^)U-2-7^-)^t^^/-^-4-^)V) -fu 
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TLC:Rf 0.50(^nn^jl/A : * f?;-)\,= % \ 1) ; 

NMR(CDC1 3 ) : 8 7.97 (m, 2H), 7.41 (m, 3H), 7.22 (m, 1H), 6.74-6.92 (m, 3H), 

5 3.94 (t, J = 6.0 Hz, 2H), 3.61 (s, 2H), 2.68 (t, J = 7.0 Hz, 2H), 2.27 (s, 3H), 2.11 (m, 
2H) 0 

(10 3) 

2- (3- (2- (2-7x-Wt7-;l'-4-'fJl') xh^y) 7i- 

10 




TLC : Rf 0.39(^on*;l/^ : * ^y-;u=8 : 1) ; 
15 NMR (CDa 3 ) : 8 8.01 (m, 2H), 7.55 (s, 1H), 7.43 (m, 3H), 7.23 (in, 1H), 6.85 (m, 
3H), 4.25 (t, J = 6.4 Hz, 2H), 3.60 (s, 2H), 3.07 (t, J = 6.4 Hz, 2H) 0 

&mm2 (io4) 

2- (3- (2 - (5 - (4-y^DA#y;U7x-;i/) t^Hj- 

20 y-;P-4->f ;W) x^y) 7i-Jb) gfc® 
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TLC:Rf 0.62(^Da*;i/i», : ^ ^/-;k=5 : 1) ; 

NMR (CDCI3) : 8 7.88 (d, J = 8.2 Hz, 2H), 7.25 (d, J = 8.2 Hz, 2H), 7.21 (m, 1H), 
5 6.78-6.87 (m, 3H), 4.20 (t, J = 6.6 Hz, 2H), 3.60 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 
2.52 (m, 1H), 2.35 (s, 3H), 1 .70-1.95 (m, 4H), 1.20-1.53 (m, 6H) C 

mm (105) 

2- (3- (2- (5-^«-2 - (3-^nD-4->f)l/7x-;i/) * 
10 +-9"V-;i/-4 -4 ;P) xh^» 7jl-)\>) ftft 




TLC:Rf 0.67(^nn^;i/A : ^^/-;U=5 : 1); 
15 NMR (CDa 3 ) : S 7.95 (d, J = 1.7 Hz, 1H), 7.75 (dd, J - 8.0, 1.7 Hz, 1H), 7.27 (d, 
J = 8.0 Hz, 1H), 7.21 (m, 1H), 6.78-6.88 (m, 3H), 4.21 (t, J= 6.6 Hz, 2H), 3.60 (s, 
2H), 2.96 (t, J = 6.6 Hz, 2H ), 2.40 (s, 3H), 2.36 (s, 3H) G 

Mmm2 (i o e) 

20 2 - (3 - (2 - (5 2 - {i-V*1-*T$ J 7 
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TLC : Rf 0.55(^OD^;l/A : ^^/-;i/=5 : 1); 

NMR (CDCI3) : 8 7.83 (d, J = 9.0 Hz, 2H), 7.09 (dd, J = 8.0, 8.0 Hz, 1H), 6.76- 
5 6.87 (m, 3H), 6.70 (d, J = 9.0 Hz, 2H), 4. 18 (t, J = 6.8 Hz, 2H), 3.60 (s, 2H), 3.01 (s, 
6H), 2.94 (t, J = 6.8 Hz, 2H ), 2.32 (s, 3H) G 

mm (10 7) 

2- (3- (2- ;u- 2 - •7x-**4rtJ-V->U-4 -- f AO xf 

10 mk 




TLC : Rf 0.44(^nn*;u^ : ^^/-;l/=8 : 1); 
15 NMR(CDa 3 ): S 7.97 (m, 2H), 7.41 (m, 3H), 7.20 (m, 1H), 6.82 (m, 3H), 4.20 (t, 
J = 6.6 Hz, 2H), 3.59 (s, 2H), 2.98 (t, J = 6.6 Hz 2H), 2.73 (q, J = 7.6 Hz, 2H), 1.29 
(t, J = 7.6 Hz, 3H) 0 

mmi a 08) 

20 2 - (3 - (2- (5-^f-^-2- (4-7"f;V7i-;l/) 
4-^;i/) xK«» 7x-;u) W&L 
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H 3 C 

TLC:Rf 0.54(^nn^;Wi, : ^ ^y-;l/=8 : 1) ; 

NMR (CDQ 3 ) : 8 7.87 (d, J = 8.2 Hz, 2H), 7.22 (d, J = 8.2 Hz, 2H), 7.14-7.28 (m, 

5 1H), 6.82 (m, 3H), 4.19 (t, J = 6.6 Hz, 2H), 3.59 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 
2.63 (t, J = 7.6 Hz, 2H), 2.34 (s, 3H), 1.61 (m, 2H), 1.35 (m, 2H), 0.92 (t, J = 7.2 Hz, 
3H) 0 

mm (i o 9) 

10 2- (3- (2- (5-p«f-;U-2- (4-^OD7x-jl/) 
4-> ()V) xRy) 7*-*) gfc$ 




15 TLC:Rf 0.57 (?no ; 9 S — ;U= 8 11); 

NMR (CDd 3 ) : S 7.90 (d, J - 8.8 Hz, 2H), 7.38 (d, J = 8.8 Hz, 2H), 7.16-7.28 (m, 
1H), 6.83 (m, 3H), 4.20 (t, J = 6.6 Hz, 2H), 3.59 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 
2.36 (s, 3H) 0 

20 mm (110) 

2- (3- (2- (5 2- (ft7x>-2->f^) tZ-W-fr 
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TLC : Rf 0.70(?nn*;u^ : p< *y-;t,= 5 : 1) ; 

NMR (CDCI3) : d 7.59 (dd, J = 3.6, 1.2 Hz, 1H), 7.36 (dd, J = 4.8, 1.2 Hz, 1H), 

5 7.21 (m, 1H), 7.07 (dd, J = 4. 8, 3.6 Hz, 1H), 6.77-6.87 (m, 3H), 4.20 (t, J = 6.6 Hz, 
2H), 3.60 (s, 2H), 2.95 (t, J = 6.6 Hz, 2H), 2. 34 (s, 3H) 0 

mw2 (111) 

2- (3- (2- (5 2- (77>-2-^^) 

10 --f;l/) xf^v) 7x-^) fm 



TLC : Rf o.69(*nn**A : ,**y-fl/=5 : l); 

15 NMR (CDCI3) : <5 7.51 (m, 1H), 7.21 (m, 1H), 6.93 (d, J = 3.5 Hz, 1H), 6.78-6.87 
(m, 3H), 6.50 (dd, J = 3.5, 1.9 Hz, 1H), 4.22 (t, J = 6.6 Hz, 2H), 3.59 (s, 2H), 2.95 (t, 
J = 6.6 Hz, 2H), 2.35 (s, 3H)o 

^tinM 2 (112) 
20 2 - (3 - (2 - 2 - (tfV ?y- 2-4 fr) 

xh**) 7x-;l/) 
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TLC :Rf 0.67(^nn*;l/A : ^ ^y-;i/=5 : 1) ; 

NMR (CDCI3) : S 8.71 (d, J = 4.8 Hz, 1H), 8.05 (d, J = 7.8 Hz, 1H), 7.79 (ddd, J 
5 =7.8, 7.8, 1.8 Hz, 1H), 7.32 (ddd, J - 7.8, 4.8, 1.8 Hz, 1H), 7.21 (dd, J = 7.8, 7.8 
Hz, 1H), 6.78-6.87 (m, 3H), 4 .26 (t, J = 6.8 Hz, 2H), 3.61 (s, 2H), 2.99 (t, J « 6.8 
Hz, 2H), 2.41 (s, 3H) 0 

mm Mia) 

10 2- (3- (2- (5->^;W-2- (2-^f^7x-^) **"9-!/-/l'- 

4-^f;w) 7x-;p) i^ft 




CH 3 



15 TLC:Rf 0.68 o n : ^ * y -;i/= 5 : 1 ) ; 

NMR (CDCI3) : d 7.90 (m, 1H), 7. 18-7.30 (m, 4H), 6.80-6.87 (m, 3H), 4.24 (t, J = 
6.7 Hz, 2H), 3.60 (s, 2H), 2.98 (t, J = 6.7 Hz, 2H), 2.64 (s, 3H), 2.37 (s, 3H) 0 

^M2 (114^ 
20 2 - (3 - (2 - (5 -^f-rt'- 2 - ( 3 Tfr7 ^-fr) 
4->f^) xh^y) 7x-;l/) g^gg 
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H 3 C 



TLC:Rf 0.71 (^DD-tw : ^ *y-;u=5 : l) ; 

NMR (CDCI3) : S 7.74-7.81 (m, 2H), 7. 17-7.35 (m, 3H), 6.78-6.87 (m, 3H), 4.21 
5 (t, J = 6.6 Hz, 2H), 3.60 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H), 2.39 (s, 3H), 2.36 (s, 3H)o 

mMM2 (1 \ 5) 

2- (3- (2- (5-Xf-;l/-2- (4-h';7;U^n^^;l/7ai-;J/) * 



TLC:Rf 0.54(^OD*;UA : ^v-;u=8 : 1) ; 

NMR (CDa 3 ) : 8 8.08 (d, J = 8.0 Hz, 2H), 7.67 (d, J = 8.0 Hz, 2H), 7.17-7.24 (m, 
15 1H), 6.83 (m, 3H), 4.23 (t, J = 6.6 Hz, 2H), 3.60 (s, 2H), 2.98 (t, J = 6.6 Hz, 2H), 
2.39 (s, 3H) 0 

mmmz die) 

2- (3- (2- (5->f-;w-2- (4-7;Vt07x^) 

20 -4-^^) X^y) 7xx*) gfc$ 



10 
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TLC:Rf 0.59(^nn*;i/A : ^y-;U=8 : 1); 

NMR (CDCI3) : S 7.95 (m, 2H), 7.03-7.26 (m, 3H), 6.83 (m, 3H), 4.20 (t, J = 6.6 
Hz, 2H), 3.59 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 2.35 (s, 3H) C 

m m (1 1 7) 

2- (3- (2- (5-^f-;U-2 - (4-v7;7i-^) **W-)V- 
4 -<{)U) i^y) 7x-;u) gji$ 




TLC:Rf 0.52(^nn*;PA : p<^y~;i/=9 I 1); 

NMR (CDa 3 ) : 8 8.06 (d, J = 8.6 Hz, 2H), 7.70 (d, J = 8.6 Hz, 2H), 7.22 (m, 1H), 

6.78-6.87 (m, 3H), 4.23 (t, J = 6.4 Hz, 2H), 3.60 (s, 2H), 2.98 (t, J = 6.4 Hz, 2H), 
2.40 (s, 3H) 

mm (1 1 81 

2- (3- (2- (5-^f-;U-2- (4-^f-^-l, 2, 3-^TvTV 
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CH 3 



TLC:Rf 0.54(^nn*;l/A : ^^y-;U=9 ! 1); 

NMR (CDCI3) : 8 7.23 (m, 1H), 6.78-6.88 (m, 3H), 4.23 (t, J » 6.5 Hz, 2H), 3.60 
(s, 2H), 3.02 (s, 3H), 2.98 (t, J = 6.5 Hz, 2H), 2.40 (s, 3H) 0 

mm flH) 

2- (3- (2- (5 - (2, 3, 5, 6-fl>77;^D-4 




TLC:Rf 0.34(^nD*;i/A ; p<^y-;U=8 : 1); 

NMR (CDCI3) : 8 7.22 (m, 1H), 6.76-6.90 (m, 3H), 4.23 (t, J = 6.4 Hz, 2H), 3.60 
(s, 2H), 3.01 (t, J = 6.4 Hz, 2H), 2.40 (s, 3H), 2.33 (s, 3H) e 

mm U 2 0) 

2- (3- (2- (5-^f-;U-2- (3--hD-4-/fJl/7xr;l/) * 
^■9-y-;u-4--f )V) x^y) 7x-;i/) gfe$ 
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0 2 N 




TLC:Rf 0.31(^nn*;PA : pt^y-;i/=8 : 1); 

NMR (CDa 3 ) : 8 8.54 (d, J = 1.6 Hz, 1H), 8.08 (dd, J = 8.0, 1.6 Hz, 1H), 7.39 (d, 

5 J = 8.0 Hz, 1H), 7. 17 (m, 1H), 6.66-6.90 (ra, 3H), 4.21 (t, J = 6.4 Hz, 2H), 3.59 (s, 
2H), 2.97 (t, J = 6.4 Hz, 2H), 2.63 (s, 3H), 2.39 (s, 3H)„ 

£flfc fll2 (12 1) 

2- (3- (2- (5-*f-A'-2 -v?n/\*v;p*^y-;w-4-'W 
10 xh^y) mm 




TLC:Rf 0.44(^nn*;i,A : * ?;-)U=9 : 1) ; 
15 NMR (CDC1 3 ) : S 7. 19 (dd, J = 8.0, 8.0 Hz, 1H), 6.74-6.87 (m, 3H), 4. 10 (t, J = 
6.6 Hz, 2H), 3.59 (s, 2H), 2.85 (t, J = 6.6 Hz, 2H), 2.71 (m, 1H), 2.23 (s, 3H), 1.96- 
2.04 (m, 2H), 1.19-1.86 (m, 8H ) Q 

mM2 (12 2) 

20 2 - (3 - (2 - (5-^f^-2-y^n^^fWt 1 /-Jl'-4-^^) 
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TLC:Rf 0.46(^on*;i/A : >^/-;l/=9 : 1); 

NMR (CDCI3) : 8 7.19 (dd, J =7.9, 7.9 Hz, 1H), 6.74-6.87 (m, 3H), 4.11 (t, J = 
5 6.6 Hz, 2H), 3.59 (s, 2H), 3. 14 (m, 1H), 2. 86 (t, J - 6.6 Hz, 2H), 2.24 (s, 3H), 1.56- 
2.12 (m, 8H) 0 

mm (I 2 3) 

2- (3- (2- (5-^-^-2 - (4-^>f-;U7x-;U) 
10 -4--f;i/) ^h*v) 7x-;W) 6fc$ 



H 3 C 




TLC-.Rf o.44(^nD*;i/A : ^ ^y-;i/=8 : l) ; 

15 NMR(CDd 3 ): S 7.87 (d, J = 8.4 Hz, 2H), 7.22 (d, J = 8.4 Hz, 2H), 7.20 (m, 1H), 
6.75-6.90 (m, 3H), 4.19 (t, J = 6.6 Hz, 2H), 3.59 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 
2.62 (t, J = 7.6 Hz, 2H), 2.35 (s, 3H), 1.62 (m, 2H), 1.23-1.44 (m, 4H), 0.89 (t, J - 
6.8 Hz, 3H) 0 

20 mmm n 2 4) 

2- (3- (2- (5-^f-;u-2 - y>-A-4fr) 
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TLC:Rf o.36(^nn*;i^ : ^ */-^=4 : l) ; 

NMR (DMSO-de) : S 8.75 (d, J = 6 Hz, 2H), 7.80 (d, J = 6 Hz, 2H), 7.20 (dd, J = 

5 8, 8 Hz, 1H), 6.95-6.80 (m, 3H), 4.20 (t, J = 7 Hz, 2H), 3.75 (s, 2H), 3.05 (s, 2H), 
2.95 (t, J = 7 Hz, 2H), 2.40 (s, 3H) C 

&mm2 (125) 

2- (3- (2- (5-^f-^-2- (fefU Vy-l-4 ;W) 
10 A-4)V) xh^fy) 7x-)l/) gj-gg 




TLC:Rf 0.39(^nn*;UA : p<^/-;l/=9 : 1); 
15 NMR (DMSO-dg) : <J 12.28 (brs, 1H), 9.07 (d, J = 1.5 Hz, 1H), 8.65 (d, J = 4.8 Hz, 
1H), 8.24 (d, J = 8.4 Hz, 1H), 7.52 (dd, J = 8.4 Hz, 4.8 Hz, 1H), 7.21-7. 16 (m, 1H), 
6.82-6.79 (m, 3H), 4.18 (t, J = 6.6 Hz, 2H), 3.50 (s, 2H), 2.93 (t, J = 6.6 Hz, 2H), 
2.37 (s, 3H) 0 

20 «2 (12 6) 

2- (3- (2- (5-*^;U-2- (tT V : Jy-A-4)V) t^y'-fr- 
4-J)V) Xf^y) 7i-]l/) 
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TLC: Rf 0.34(^na*^A : ^ ^y-;u=9 : l) ; 

NMR (DMSO-dg) : S 12.29 (brs, 1H), 8.69 (d, J = 6.0 Hz, 2H), 7.80 (d, J = 6.0 Hz, 
5 2H), 7.21-7.16 (m, 1H), 6.82-6.78 (m, 3H), 4.19 (t, J = 6.6 Hz, 2H), 3.50 (s, 2H), 
2.95 (t, J = 6.6 Hz, 2H), 2.38 (s, 3H) C 

mm (I 2 7) 

2- (3- (2- (5 2 - (4->^^t?^7v>-l->f;U) f- 
10 77-^-4-^^) x^y) 7x-)l/) 




TLC:Rf 0.40(^nn*;WA : * */-;i/=3 : l) ; 
15 NMR (CDC1 3 ) : S 7.00-7.20 (m, 2H), 6.70-6.85 (m, 3H), 4. 19 (t, J = 6.6 Hz, 2H), 
3.46-3.55 (m, 4H), 2.91 (t, J = 6.6 Hz, 2H), 2.75-2.83 (m, 4H), 2.47 (s, 3H), 2.24 (s, 
3H)o 

mm (12 8) 

20 2- (3- (2 - (5-^^-2-71-^^/^-4-^) 



208 



WO 99/46232 



PCT/JP99/01134 




TLC:Rf 0.31 (tK: *9J-*' '. ?on^l/A=l : 10 : 100); 
NMR (CDa 3 ) : 8 7.98 (in, 2H), 7.50-7.40 (m. 3H), 7.24 (dd, J = 8.0, 8.0 Hz, 1H), 
5 7.00 (m, 1H), 6.95-6.80 (m, 2H), 4.62 (s, 2H), 4.26 (t, J = 7.0 Hz, 2H), 4. 11 (s, 2H), 
2.99 (t, J o 7.0 Hz, 2H), 2.39 (s, 3H)o 

mm (13 9) 

2- (3- (2- (5-*f-A>-2- (eV5?>-3— fAr) 
10 4-4*) xf^y) 7xz;Mf;i/fi) 



TLC:Rf 0.41(^nn^;WA : p{ ^y-;u=4 : 1) ; 
15 NMR (DMSO-dg) : 8 9.05 (s, 1H), 8.65 (d, J = 4 Hz, 1H), 8.25 (d, J = 7 Hz, 1H), 

7.55 (m, 1H), 7.20 (dd, J = 7, 7 Hz, 1H), 6.95-6.80 (m, 3H), 4.20 (t, J = 6 Hz, 2H), 
3.80 (s, 2H), 3.10 (s, 2H), 2.95 (t, J = 6 Hz, 2H), 2.40 (s, 3H) 0 

mmm 2 (i3o) 

20 2 - (3 - (2 - (5->f-;P-2- (4-^^*^-ty^-*) **^/- 
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TLC:0.44(^nn^;i/A ; * ?;-)ls=S : 1) ; 

NMR (CDCI3) : S 7.87 (d, J = 8.6 Hz, 2H), 7.26 (d, J = 8.6 Hz, 2H), 7.21 (m, 1H), 
5 6.75-6.89 (m, 3H), 4.20 (t, J = 6.6 Hz, 2H), 3.59 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 
2.51 (s, 3H), 2.35 (s, 3H) 0 

g*fc<*l2 (1 3JJ 

2- (3- (2- (5-^fJV-2-v^n7 , nWW-^-4->f;i/) 
10 xh^v) 7x-;v) gfc$ 




TLC:Rf 0.43(^no*;l/A : * ?J-)V=9 : 1); 
15 NMR CDCI3) : <J 7.25-7. 10 (m, 1H), 6.86-6.74 (m, 3H), 4. 10 (t, J =6.6 Hz, 2H), 
3.58 (s, 2H), 2.82 (t, J = 6.6 Hz, 2H), 2.20 (s, 3H), 2.04-1.98 (m, 1H), 1.01-0.94 (m, 
4H) 0 

^jjfe^lJ2 (13 2) 

20 2- (3 - (2 - (5 2 - (4-- hU7x-;i/) t^V-^- 

xh^y) 7i-*) 
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HjC:Rf 0.53(*nn*;UA : ^*y-;U=9 : 1); 

NMR (CDCI3) : 8 8.30 (d ? J = 9.0 Hz, 2H), 8. 14 (d, J = 9.0 Hz, 2H), 7.22 (dd, J = 
5 8.0, 8.0 Hz, 1H), 6.77-6.90 (m, 3H), 4.25 (t, J = 6.6 Hz, 2H), 3.57 (s, 2H), 3.00 (t, J 
= 6.6 Hz, 2H), 2.43 (s, 3H) 0 

ggfifcffa 2 (133) 

2- (3- (2- (5 2- (*;'J>-2-^Jl/) 
10 4-^;U) iRy) 7i-^) gfc$ 




tlc : Rf 0.5i(^nn*;uA : pt^y-;u=9 : 1); 

15 NMR (CDCI3) : d 8.16-8.28 (m, 3H), 7.83 (m, 1H), 7.75 (m, 1H), 7.57 (m, 1H), 
7.22 (dd, J = 8.2, 8.2 Hz, 1H), 6.78-6.87 (m, 3H), 4.29 (t, J = 6.6 Hz, 2H), 3.61 (s, 
2H), 3.04 (t, J = 6.6 Hz, 2H), 2.46 (s, 3H) 0 

mm (13 4) 

20 2 - (3 - (2 - (5 2 - (3 - h 'J 7)\s*U* h ^y7x-f) 
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F 3 CO, 




CH 3 



TLC:Rf 0.37(^on^;l/^ : ^^y-;w=9 : 1)1 

NMR (CDa 3 ) : S 7.91 (dt, J = 7.8, 1.2 Hz, 1H), 7.85-7.80 (m, 1H), 7.45 (t, J = 

5 7.8 Hz, 1H), 7.28-7. 17 (m, 2H), 6.89-6.78 (m, 3H), 4.22 (t, J = 6.6 Hz, 2H), 3.60 (s, 
2H), 2.97 (t, J = 6.6 Hz, 2H), 2.38 (s, 3H) 0 

mmm 2 (135) 

2- (3- (2- (5 -^f-;U-2 - (2-MJ7^n^h+y7i-^) 

10 *W-;i'-4-'f^ -xh*v) 7^-;u) 



TLC : Rf 0.42 n n : y ? y -;i/= 9 : 1 ) ; 

15 NMR (CDCI3) : S 8.06 (dd, J = 7.8, 2.0 Hz, 1H), 7.49-7.31 (m, 3H), 7.27-7.17 (m, 

1H), 6.88-6.78 (m, 3H), 4.23 (t, J = 6.8 Hz, 2H), 3.60 (s, 2H), 2.98 (t, J = 6.8 Hz, 
2H), 2.38 (s, 3H) 0 

&mM2 (1 .3 d) 

20 2 - (3 - (2 - (4-^f;V-2-7a^tH > /-)V-5-'fJl') i h 
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TLC:Rf 0.44(^on^;UA : ^^y-;U=9 I 1); 

NMR (CDCI3) : $ 8.00-7.93 (m, 2H), 7.46-7.37 (m, 3H), 7.28-7.18 (m, 1H), 6.90- 
5 6.78 (m, 3H), 4.22 (t, J = 6.8 Hz, 2H), 3.61 (s, 2H), 3.14 (t, J = 6.8 Hz, 2H), 2.20 (s, 
3H) 0 

2- (3- (2- (5-**fU-2- (1, 3-S>*3MM 




TLC : Rf 0.20(?nn*;i/A : * 9 J -;H 1 0 0 I 1 0 : 1 ) ; 
15 NMR (CD3OD) : d 7.49 (dd, J = 8.4, 1.8 Hz, 1H), 7.38 (d, J = 1.8 Hz, 1H), 7.22 (t, 

J - 7.8 Hz, 1H), 6.97-6.79 (m, 4H), 6.01 (s, 2H), 4.54 (s, 2H), 4.26 (t, J = 6.4 Hz, 
2H), 4.06 (s, 2H), 2.93 (t, J - 6.4 Hz, 2H), 2.33 (s, 3H) 0 

20 2- (3- (2- (5 2-y 4-J )V) xf 
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2- (5->f;i'-2-7i-;i'mv-;i'-4-'f;i') xfji/yn^/f 
K (1 3 6mg) fc«fctf3 **-/h7ii*S8 • tf-frJ-Xf-fr (7 8 
5 mg) fcT-teh-HJ* (5m 1) K»J»U »'J7A (1 8 Omg) £ 

(7nn*w : S^f^= 2 o 0 : 1-5 o : l) -?«f»u 

10 TIB»«lt**t ( 9 2 m g ) 

TLC : Rf 0.33(ftSft^^ I ^**> = 1 : 3) ; 

NMR (CDa 3 ) : 8 7.96 (m, 2H), 7.50-7.35 (m. 3H), 7.30-7. 15 (m, 3H), 7.06 (m, 
1H), 3.69 (s, 3H), 3.57 (s, 2H), 3.28 (t, J = 7.0 Hz, 2H), 2.82 (t, J = 7.0 Hz, 2H), ; 
2.27 (s, 3H) 0 

15 

IMi 

2- (3- (2- (5->f^-2-7i-mt/-fl/-4->f^) .x^ 



20 




3- (2- (5-^f;l'-2-7xxWtV-^-4->f^) x^y) 
(I.15g) (3 5ml) igffcK: 2 -yn^- 2 - 
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*f-fr'7uji>&. ■ xf^f^ (0.64ml) tiXtfi-hW h 
(2 9 0mg) =£rOt)-CS0x.. 3mmm,mitz 0 JSOS»fr»**M*Wfl 

TEW*«*£«*S&«ffc£* (1.69 g) £#fc 0 
TLC:Rf 0.46(^^r^> I ^x^;i/=4 : 1); 

NMR (CDQ 3 ) : 5 8.01-7.94 (m, 2H), 7.46-7.37 (m, 3H), 7.18 (t, J= 8.0 Hz, 1H), 

6.89-6.72 (m, 3H), 4.23 (t, J = 6.8 Hz, 2H), 4.12 (q, J = 7.0 Hz, 2H), 3.79 (s, 2H), 
10 2.97 (t, J = 6.8 Hz, 2H), 2.38 (s, 3H), 1.53 (s, 6H), 1.26 (t, J = 7.0 Hz, 3H) e 

^mm 1 1*« aft L fcft£»<0ft fc 0 K&jfcft 3 £ <t tfHifcfll 4 L ft 
2- (3- (2- ( 5 - ^ 2 - 7xx;i/t^rty-^- 4 - 'f fr) xf 



TLC : Rf 0.50 Qtft I > * / - * I * n n = 1 I 10 : 10 0); 
NMR (CDC1 3 ) : 5 7.94 (m, 2H), 7.45-7.35 (m. 3H), 7.30-7.15 (m, 3H), 7.07 (m, 
25 1H), 3.58 (s, 2H), 3.25 (t, J = 7.0 Hz, 2H), 2.81 (t, J = 7.0 Hz, 2H), 2.25 (s, 3H) 0 



20 
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**«5 (^) 

2- (3- (2- (5-^f*-2-7xsmt , /-*-4-'f ^) x h 




tlc: Rf o.53(^*-9-> : &$x?-;u= i : 3) ; 

NMR (CDC1 3 ) : <5 8.00-7.94 (m, 2H), 7.46-7.41 (m, 3H), 7. 15 (t, J = 7.8 Hz, 1H), 
10 7.08 (m, 1H), 6.84-6.74 (m, 2H), 4.29 (t, J = 7.2 Hz, 2H), 3.88 (s, 2H), 2.99 (t, J = 
7.2 Hz, 1H), 2.38 (s, 3H), 1.58 (s, 6H) 0 

2- (3- (2- (5-^f^-2-7x^;vt^-t > /-;v-4-'f;i') x h 




tlc : Rf o.53(^^r-9-> : B^S?^f-;w= 1 : 3) ; 

NMR (CD3OD) : $ 7.98-7.93 (m, 2H), 7.49-7.43 (m, 3H), 7. 13 (t, J = 7.4 Hz, 1H), 
20 6.92-6.85 (m, 2H), 6.78-6.70 (m, 1H), 4.23 (t, J = 6.6 Hz, 2H), 3.78 (s, 2H), 2.96 (t, 
J m 6.6 Hz, 2H), 2.36 (s, 3H), 1.46 (s, 6H) e 
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3- (2- (5-^f^-2-7x^iH/-^-4-'f JU) JLh^v) 



2- (5-^f;V-2-7x-Wn^-4-'f;V) (1.02 
g) % 3-tKn^ry^vX7mK (0.73g) fc-fctf h V 7i^7-f 
> (l.57g) (1 0ml) KfctfU 1,1*- (7^*W 

io ->v) >>> (i.74g) t o r-cfinx., mi&-c2 B#R«#Lfc. sem^ 
^tc^^>^tnx.> mfczzmttzo hU^wmLtz 0 mgmi/vijr 

)Vi3 7&?w? Ytfyl <( - 9 J-fr : 9 do*m=i : 1 0 0) "CIS 

il> rum^m^ir^mmt-km (uog) 

TLC : Rf 0.77 (p< 9 J -)/ I ^nn*M= l : 2 0) ; 
15 NMR (CDC1 3 ) : «5 9.96 (s, 1H), 7.98 (m, 2H), 7.50-7.35 (m, 6H), 7.17 (m, 1H), 
4.31 (t, J = 6.0Hz, 2H), 3.01 (t, J = 6.0Hz, 2H), 2.38 (s, 3H) C 



3- (2- (5 -^f^-2-7i-HHV-iV-4-^l') ib^v) 
20 i-yfu- V 



O 



5 
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10 



15 



##08 6-Cg&iiL*:lfc^ (13 5mg) & XtfatikM.® (13mg) £ 
%At**f-V> (3ml) K?§jS?U 0 « h >J *TlVi/V)V-YV)V (0.14ml) 

mtfeLtzo &im®* > u m 1 ) u 2 n-&& 

(0.5ml) fcjDx., la-C-Wtfc, £/£^&&£#*K2jQx., ft&i 
v^At?^m, itSSU TB®&m%1rZ>®mit&® (1 4 0mg) £# 
TLC : Rf 0.27(M^f"^ : ^*-9->= 1 I 2); 

NMR (CDCI3) : S 7.94 (m, 2H), 7.45-7.35 (m, 3H), 7.29 (dd, J = 8.0, 8.0Hz, 1H), 
7. 10-7.00 (m, 2H), 6.90 (m, 1H), 5.49 (d, J = 6.0Hz, 1H), 4.73 (d, J = 6.0Hz, 1H), 
4.16 (t, J = 6.5Hz, 2H), 2.92 (t, J = 6.5Hz, 2H), 2.37 (s, 3H) C 

mm 

a-vTy-3- (2- (5-^f^-2-7x-W+ty-^-4-^l/) 



20 




#t«7«Lmi!l (9 3mg) *&\t*1-Vy (3ml) fc»»U 
ifo-e^t^t-fr (6imi) i^v^wwT? K am) ^fiPXx 
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v >; ? &&&&& xvtm&i&k'emx.m&u m& 

A MU T»tt1itWt*^Sib^ (9 9 

mg) ifttio 

njC:Rf 0.74 (Stggj-f-^ : ^*-9->= i : d; 

5 NMR (CDC1 3 ) : 5 7.97 (m, 2H), 7.50-7.35 (m, 3H), 7.33 (dd, J = 8.0, 8.0Hz, 1H), 
7.10-7.00 (m, 2H), 6.98 (m, 1H), 5.75 (s, 1H), 4.23 (t, J = 6.5Hz, 2H), 2.93 (t, J = 
6.5Hz, 2H), 2.36 (s, 3H) 0 

mm 6 

10 5- (3- (2- (5-^f;l'-2-7x^l/my-;l'-4->f^) xl> 
*y) 7x-;V) -2, 4-f7 > /'Jy>y*> 




15 ##«.8TfijgU75:ft^» (9 9rag) Sri*y-;l/ (1ml) «U 
(2 6mg) tfinx. 3^ffl®ifeL/Co 2 
(1.5ml) £t)0;U -IfeSELTto RE^Mfc^TKKJjiix., ftSlxf-fl/f 

iSJSL^o U TE»tt««rW1-** 

20 IfclHfrfrfc ( 6 0 m g ) £<, 

TLC : Rf 0.31 (fj=$xf-;W ; /\*^> = 1 ; i); 

NMR (dg-DMSO) : $ 7.90 (m, 2H), 7.60-7.40 (m, 3H), 7.31 (dd, J=8.0, 8.0Hz, 
1H), 7.00-6.90 (m, 3H), 5.75 (s, 1H), 4.23 (t, J = 6.5Hz, 2H), 2.93 (t, J = 6.5Hz, 2H), 
2.36 (s, 3H) 0 
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[mm] 
m m i 

zmm i o o&zmzo 

•2- (3- (4- (4-^f;i'7x-^ fT7-;l/-2-^;M h*v) 
7i-;Mf i). IK lO.Og 

'mmmyvz-frmtfr'svj* (mmi) o.2 g 

^T7V>^^y^ (WJ) 0.1 g 

•0i£ H H B -fe^n-x 9.7 g 

• 2- (3- (4- (4-^f;P7x-;i/) f7V-;v-2 -4*.* h**/) 

7i;;MfJPft) 2 g 

■ -?y — y Y 5 g 

• 1000m 1 
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1. -&5UI) 




A MiC l~47Wl/>iJfcliC2~47;^-l/>I^L, 
A 2 (i - 0 fctt-S -mzmt> U 

A3|±CH**fcttN£*£:bU 
10 n fi 1 ~ 5 U 
Rili 
(i) 

(fi) C 1~8 7M^ 
(in) ^ny>|f, 
15 (iv) C 1 ~-A7)Vn* s s^ 

(v) -hni, 

(vi) H; * 

(vii) h 'J /no* h^vl, 

(viii) h'j^n^f;vftl> 
20 (ix) y7;|, 

(x) C 1-4 7^^^, 

(xi) NR5R6^ R5i5j:tfR6|i^^tafi2:LT, TfcltliC? £ £ 
\±C 1 ~4T^^;^*^t>-ro ) > 
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(xii) mm&, ttz\± 

(xiii) Afnii^L, 
R2(i 

(i) *3tlgCiK 

(ii) C 

(iii) ^ny>IH\ it z \t 

(iv) h'J^n^f-;i/^^at>L, 
Cy c l^Ji 



(\) — Hi) (iii) — 



10 Cyc2lli 
(i) £11131^ 

(a) Afniii^u 

R3(± 

(i) tMIJ?>?\ 
15 (ii) C 1-8 7^1, 

(m) ^ny>n^- s 

(iv) C l-4 7^^yi, 

(v) -hnS, 

(vi) hV^n^;l/g N 
20 (vii) h V/\tM h*vg N 

(viii) Ml^n^f-;^*^ 

(ix) ->7yl, ifcli 

(x) Cl~4 7;i'Wti4^U 
R4(i 
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R 8 R 9 

(i) — A 4 -C— COOR 7 

(ii) 2, 4-f77'J^/yt>-5-^I«;IiJU 
A* it 

(i) 

5 (ii) C 1-4T;^U>I, 

(iii) -C 1 -~4 7>Mrl'>-0-3k ttz\± 

(iv) - C 1 ~ 4 T)V* V y - S -&*%t> U 

10 fc£U 

(1) R4tt2ffi*fctt3ttfclfr6'1-*<>*>fcU 

(2) R 4*» ? 3 U A 4 li^f-W^gfrU A3#CH 
*&fcU Cy c 1 A l li> f-l^, x^i^ x £fc 

2 . n^oieig i SB*©-***; ( i ) ■c*s*t*ft-&», wfeo«ttia, 

20 g&T3J-e*s H*©f6H 1 ia*©^**** y- AJ*«£Sttft£g#W*i 

3. m*<o®m i (i) -f-a^ogMSffifi, 
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4. HR«(I) 




10 

A 1 li C 1 - 4 7** U fcliC 2-47^-1/ >&%Ut>l, 

nf± 1 ~5 *mt>l, 
15 R 1 tt 

(0 fcmm?, 

(ii) C l~8 7Wi, 

Cm) Any>if, 

(iv) C 1-4 7*3**/*, 
20 (v) -fnl, 

(vi) h'J^n^f;H, 

(vii) Ml^n* h^yl, 

(viii) MJ^O^^f-**, 
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(ix) vr;S, 

(x) Cl~47Wfti, 

(xi) nrsr6^ (^rfj, RsnxutRGitztiztrnzix, ^mw^ttz 
5 (xu) 8tmm&. itzu 

(xiii) 'vfn^SrgfrU 
R2ji 

(i) 7KJt®i\ 

(ii) C 1~4 7JK;H, 
10 (in) ^vr>w^ Ztzit 

(iv) HJ^tMf-;H£^;bU 

c y c i m± 



C y c 2 Hi 
15 (i) Sfctt 

(ii) 'vrnii^L, 
R3(i 

(i) TkSSK^ 

(ii) C 1 -87***36, 
20 (iii) Aoyygf, 

(iv) C l~4 7W^i, 

(v) - hoi, 

(vi) h'jAD^f^S, 

(vii) h 'J/nu* h^rvi, 
25 (viii) MJ/MMf-jUf-jj-lfc, 
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(ix) y7;|, ttzii 

(x) Cl~4 7WftS^L, 

R 8 R 9 

(i) — A 4 -C— COOR 7 & 

5 (n) 2, 4 - f7/'J y >v t > - 5 - 'f «ti?L, 

(i) 3MS£\ 

(ii) Cl-47^W>i, 

(iii) -Cl-47;Kl/>-0-i, ifctt 
10 (iv) -C l-^T/Mfl/^-S U 

tzfzL, 

(1) R4|±2fii/;li3fii:^f^^tU 
15 (2) R4ri*3ftK$f£U A4^^J/c{i^f-V>t^L, A3#CH 
£^fc>U Cy c 1 >*&t>-ft AMi^fV>, J 

20 5. H*^B4femo-^ (I) -?m2tiZ>ik£®<Dn Cycli 



mm* 




ttztt 
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6. tt&mi)^ 

I) 5- (3- (e7x=/u-4->f h*v) 7x^;i/) ^y?y&- 
5 2) 4 - (3 - (k'7x^-4 -^p* b*v) 7x^;l/) 7?>$ • 

3) 4- (3- (2- (5-^f-^-2-7Ji-;i/^^-9-V-;w-4-'f ;w) x 
b*v) 7x-)i/) 7* • >?-;1/x.xt;K 

4) 6- (3- (2- (5-^fA'-2-7x-^^ < /-^-4-'fJl') x 
10 h4r-» 7x-;w) A^t>®!'>f^xXfJK 

5) 5- (3- (2- (5-^f;i'-2-7x^tHy-;i'-4-^V)x 
h*v) • ^;vx*f;K 

6) 6- (2- (2- (5-^f^-2-7x^WW-;i/-4-fJl/)x 
h^rv) 7x^^) ^4r-9->K • ^f-;wx^r;i/, 

15 7) 5 - (2 - (2 - (5-^f^-2-7x-;i/tW-;v-4-^f;v)x 

8) 2- (3- (2- (5 - ;*f7l/- 2 - 7x-^m/-^-4-^^) x 
h+y) 7x^Jb) ^^f^xXfiK 

9) 5- (3- (3- (5-^f-;i/-2-7i^;i/^-^-9-v-;w-4-^;i/) 7 
20 n#*>/) 7x;)P) • ^;i/X*-fJK 

10) 2- (3- (2- (5-^;U-2- (4-^f;l/7xx;V) ^^^->/_ 
;U-4-^f;i/) xh^y) 7xx;i/) • ^ f-jl/x*x;K 

II) 2- (3- (2- (5-^;U-2- (4-xf^7x^) ;J-*-9-7- 
— 4 — r >«^) xh+v) 7xx^) tt^f^fJK 

25 12) 2- (3- (2- (5 -^;u- 2 - ( 4 - 7n t*;i/7 

X^y) 7xX)V) |f -^f^fjK 
13) 2- (3- (2- (5-*T)l<-2- (4-^V7*Dt>7xx;|/) 
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14) 2- (3- (2- (5 - ^f-JU- 2 - (4- ( 2 - ;* f^^n tf;P) 7i 

tn7-ji/-4->f;i/) x^y) 7x-;w) ft& • *?^e.*x;k 

15) 2- (3- (2- (5->^;i/-2- (4-t-W7x-^) 

5 V-;i/-4 — f ;w) x^y) 7i-^) ftK-^f-^J-^T^ 

16) 2- (3- (2- (5 ->f-^- 2 - (4-^f^>7z-^) **-9-V 
-fr-i-j )V) x^y) 7x-;l/) ^.^fJl/XXf^ 

17) 2- (3- (2- (5-^^-2- (3, 4-^f^y7i-^/) * 

-A )V) x^y) 7ix;p) ffiH^^xxfiK 
10 18) 2 - (3 - (5-^f^-2-7ix;i/tW-;V-4-'f;l/) + 
v) 7x-;i/) ftK-^fjI/xxf^ 

19) 2- (3- (2- (5-*^-2-7jt^;^7V*-;i'--4->nu) ^ 

20) 2- (3- (3- (5 - ^f Jl'- 2 - 7zi^#tV*-Jl'- 4 ->f ^) 
15 7n>K4fv) 7i-^) gfcg£ • ^fjl/XXfJK 

21) 2- (3- (2- (2-7xx^Hy*-^-4-^l/) x^y) 7 

22) 2- (3- (2- ( 5 2 - (3-?nn-4-^*7x^) 
**tf s /-/l'-4 -4*) x^y) 7x-*) Sfcgg • 

20 23) 2 - (3 - (2 - ( 5 -xf * - 2 - 7xi*t*t'/-H' - 4 - < P) 

24) 2- (3- (2- (5->^;U-2- (4-7f ^7x-)V) ^-^y- 
;b-4->f;i/) xh^y) 7xxjp) gfcgg • ^ 7-;i/j.7.f >K 

25) 2- (3- (2- (5-*+*'-2- (4-^OD7xX)V) ^^V- 

25 ;i/-4--f^) xWy) y^=.)V) TO • 

26) 2- (3- (2- (5-^f-;l/-2- (2-^f^7x-^) ^i^y- 

— ()U) o^h+v) 7xx;i/) gfrgg • ^^WL^fJK 
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27) 2- (3- (2- (5-*f-;i/-2 - ( 3 -* f-As7 
;i/-4-xf;p) x.h^v) 7x-;i/) SI - Wx^fA', 

28) 2- (3- (2- (5-*f-*-2- (4-h'J7^o^f ;i/7x^) 

5 29) 2 - (3- (2- (5 2 - (4-7Wn7x^) ;J-*-9-y~ 

30) 2- (3- (2- (5 2 - (4-v7y 7x-;w) 
^ — 4 — f ju) jih^rv) 7jc-;p) g^®? • ;K 

31) 2 - (3 - (2 - (5-^f-;i/-2- (3--ho-4-^f;i/7x^) 
10 t^-9-V-;i/-4--f^) xh^y) 7i-)i') Bfcg£ • ^f-^^x-fJK 

32) 2- (3- (2- (5-^^;U-2- il/7x^^) 
-;p-4-^^) xh^y) 7i-;i/) BfeSI • ^f-^^r^K 

33) 2- (3- (2- (5-^f-^-2 - (4-xbC7xx^) 
;l/ _ 4 _^ ;l/ ) 7jc^;1/) ftl^fjPx^f*, 

15 34) 5- (3- (H*7ji-;P-4->f h^rv) 7jc=JI') 

35) 4- (3- (fcf7x-;l/-4-^;i/p< h*v) 7xxj|/) 7*? 

36) 4- (3- (2- *-2-7x-/l/tW-^-4-'f^) 

7i-)l/) 7**>BL 

37) 6- (3- (2- (5-^f^-2-7xx;l/W/-;i'-4-'f;U) 
20 xh+y) 7aL-)V) 

38) 5- (3- (2- (5-^^Jl/-2-7x-;i/^^^V-;i/-4_^;i / ) 
xh^y) 7x-;l/) ^>?>®L 

39) 6- (2- (2- (5-^fJl/-2-7xXj^W-^-4-^^) 
Xb^ry) 7x-;U) ^^r-9">^ 

40) 5— (2- (2- (5-^fJl/-2-7x-;l/tW-;l'-4-^JP) 
xh+y) 7x-^) ^>*>g£, 

41) 2- (3- (2- (5-^f^-2-7xxmt , /-;i'-4-'f;l/) 
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42) 5- (3- (3- (5-^f^-2-7xx;i/my-jl/-4-^;V) 
yn^->) 7x-;l/) 

43) 2- (3- (2- (5 2- (4->^7i-^) ^^V- 

44) 2- (3- (2- (5 -^f"^- 2 - (4-xfJl/7x^)l/) fr^y- 
;l/ _ 4 _^;i / ) o^h^v) 7xx*) gfc$, 

45) 2- (3- (2- (5-^^;U-2- (4 -7*0 fcf;i/7x^;U) **«9-V 

10 46) 2 - (3 - (2- (5 -^^;W-2- (4 -- f V 7"D H>7i-JV) 
•9-y-;w-4-^;u) xh*v) 7i-*) gfc$, 

47) 2- (3- (2- (5-^;i/-2- (4- ( 2 f-JU^D tf;l/) 7x 

48) 2- (3- (2- (5->^;U-2- (4 - t -7*f ^7xz;u) **-9- 
15 V-;i/-4-W;u) xh*i/) 7x-;u) gj=g£, 

49) 2- (3- (2- (5-**-/U-2- (4-^Kv7xx;p) 

-;w-4-^;w) 7i-^) gfc®L 

50) 2- (3- (2- (5-^f-^-2- (3, 4-yVh+v7x-^) * 

4 ->f*) X^y) 7x-;i/) Bfs& 
20 51) 2 - (3 - (5->f^-2-7x^t^t/-Jl'-4-'f;V) > 
V) 7i-;W) 

52) 2- (3- (2- (5-^fJl/-2-7xx;wy-;i/-4-'f^ ^ 
h*v) 7x-M mSt, 

53) 2- (3- (3 - (5-^f-;W-2-7i-;Wt^r-9-V-^-4--r;l/) 
25 7*n^y) 7x-^) ft^ 

54) 2- (3- (2- (2-7x-WH/-;i/-4-^) xh^y) 7 
x-;i/) 
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55) 2- (3- (2- (5-*f-;i/-2 - (3 n n - 4 f;V7x;;v) 
**'9- % /-A'-4->f *) ^b^rv) 7x-;u) gfcgu 

56) 2- (3- (2- (5-xfjl/-2-7x^tW-;V-4-^*) 

7.x^;u) M % 

5 57) 2 - (3 - (2- (5-^^-2- (4-rf*7U*) 
;U-4->f;U) Xh^py) 7i-^) ft®, 

58) 2- (3- (2- (5->^-;W-2- (4-^nD7x^) ****/- 
p-. 4 -j )V ) i^ y ) 7jc-;1/) 

59) 2- (3- (2- (5 - ^f^-2 - (2-^f;i/7xx;v) ^-^y- 
10 A>-4-<{*) xF^» 7x^;i/) 

60) 2- (3- (2- (5 -^f-;U-2 - (3-^Wxx^) **^V*- 
;l/ _ 4 _^ ;l/ ) jcUfSO 7x-;U) Bf^ 

61) 2- (3- (2- (5 2- (4 - b 'J 7 )V*U *^-)V7 

**.^/->u-4-W > ^) xh^y) 7x-;w) 
15 62) 2 - (3 - (2- (5 -^f-^- 2 - (4-7HH7xi*) *W/ 
-)U-4-4fr) Xh^y) 7i-;l/) ftS, 

63) 2- (3- (2- (5-***- 2- (4 -v7V 7 jc-;U) 
)[,-4-s(fr) X^y) 7x^)1/) gj=$, 

64) 2- (3- (2- (5 2 - ( 3 h n - 4 -* f^7xx^) 
20 ^^•9-y~;l/-4--)';W) xh + y) 7x~;W) gfc^ 

65) 2- (3- (2- (5-^f-;i'-2- (4-^>f^7x;^) sT^V 
— 4 — T ju) ih*v) 7i-)l/)Ji8, 

66) 2- (3- (2- (5-*^;l/-2- (4-xhD7xx^) ^^V*- 
;u-4-^;u) x^y) 7x-;u) g|=$, 

25 67) 2 - (3 - (2 - (5 2 -7i-H*t , /-JI'- 4 -4 )V) 

68) 2- (3- (2- (5-^f-^-2 -7 jc-/!/***!/-.*- 4 --OW) 
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'area a m^omm 4 uwwit&m. 
7. it£»\ 

5 l) 2- (3- (4- f7V-;v-2-^;v> h^rv) 

2) 2- (3- (3- (tT7x-;l/-4->f;W^ 7x-JU) 7*ntf;Wf- 
*) IMR- ^^J.^r;w> 

3) 2- (3- (3- (4- (4-^f;k7x^;l/) f7/-^ - 2 — 4 h 

4) 2- (3- (^7x^^-4-^^ h*v) 7x-;Mf*ft) gfc® • 

5) 2- (3- (2- (5 ->f-A/-2 - 7xi***f/-^-4 --f;l/)\x 

15 6) 2- (3 - (3 - (2- (5-^f;K2-7x-Jl/t^tV-^-4-^ 
-x.h*~» 7x-f) 7*ntf;wf-^) ^-^f^x^T^ 

7) 2- (3- (2- (lf7x^-4-^) X^y) 7x-;P)ifW^) 
gfc$ • ^f^xXfiK 

8) 2- (4 -*no-3 - (2- (5->^;U-2-7j:-;i/^-^-9-y-;i/- 
20 4 -^fJU) ^h^rv) 7x-^^fHt) ftK^f^fJK 

9) 2- (4-^DD-3- (4- (4-^fHx^l/) f7V-;V-2->f 

7x-)i/^^ft) ^f;i^x^f;K 

10) 2- (3- (fcf7jL-;W-4->Ol'jtf h*v) -4-^OD7xx;Mf 

25 11) 2- (3- ( (2 E) -3- (tf7x^;U-4--f ;W 7o^-;i/t^rv) 

12) 2- (3- (3- (fcf7*-;i/-4-'Ol') 7n#*v) 7xx^f^ 
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13) 2- (3- (lf7x-;i/-4-'f;V^h*v) e»j S>>-5 -4fr**JU 

14) 2- (3- (4* -yne;Hf7i-;i'-4-'f h*y) 7x-;l/.* 

15) 2- (3- (4- (tf';y>-4--f;W) 7x-/Mh**» 7z^)M 

16) 2- (3- (4- (fef Vi^>-3 -4)\>) 7x^MF*y) 7x-JM 

10 17) 2- (3- (4- (1, Z-V***H>y>-5-4fr) 7*-)\s* h 
+ y) 7xx:;M^;pf-*) ffig.^f;i/x^f^ 

18) 2- (3- (4- (fc?V y>-2-'Ol') 7x-WKy) 7xZ)M 

19) 2- (3- (4- (1, 3 -V**iMViry-4 l -4fr) 7xz;w h 
15 7x^WfWt) BfcB£ • ^^^WW 

20) 2- (3- (2-7x-JVf7V-;l'-4 — f/Mh*-» 7i-Wf 

21) 2- (3- (2- {5-***- 2- (4-^fiI/7x^jl/) 
;i,_4 — xh^y) 7x^;MWt) g|K^f^i^f;K 

20 22) 2 - (3- (2- (2 - 7x-;l/f 7 , /-^-4 ->f ;V) xh+y) 7x 
-;u^;i,^;j-) g^BK • ^f-^^rJK 

23) 2- (3- (2- (2-7xx;^W-;l/-4-^l') -^h*v) 7 

24) 2- (3- (2- (5 -^f-^-2 - (1, 3-2>**-»M >V>-5 - 
25 )V) **W~-n'-4 -4 ;i/) x^y) 7x-WW^) §fc$-^?- 

Jl/x^fJK 

25) 2- (3- (5-^f;l'-2-7xX^^ty , -jl/-4-^;M 
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26) 2- (3- (3- (5-^f;i/-2-7x-;i/t^t/-;i/-4-'fJl/) 

27) 2- (3- (2- (5-p<f-;U-2- ( 2 f-P7 ±-)V) 

5 ;w-4-W^) -x\|>*v) 7x^;u^f;i/fi) gfc$ . >^;i/.xx-f;K 

28) 2- (3- (2- (5 ->f-;i/-2 - (3 -* x-;i/) 
4--01/) J^b+v) 7jc^;M^;t^*) • * -f;l^X:f;K 

29) 2- (3- (2- (5-^f-;U-2- (4 -;*>*~>7x-;i/) UrttV 

10 30) 2 - (3 - (2 - (5 -^f;l/-2-7x-WH/^-4 — f;V) 

31) 2- (3- (2- (5->f^-2-7x^W-;l'-4-'fJH 
x^y) -2-^f^7x-;MfW) ftlfc • ^-^.x^f-JK 

32) 2- (3- (2- (5-^f^-2-7x^l/W , /-;i'-4-^Jl/) 
15 - 1 -^f-;i/J-h4f"» 7xzwwt) H^f-)i/i^r;K 

33) 2- (3- (2- (5->f;l/-2-7x-Wt/-A'-4-'fJl/) 
7*n#*v) 7x^;Mf;i/ft) ftS^^xxf^ 

34) 2- (3- (2- (5->fA/-2-7x-Wty-;l/-4->fA') 

20 35) 2 - (3 - (2 - (5-P<f-;U-2- (4-xf^7x^) j^^y- 
;i/-4-^;W) x^y) 71-^^^^) gf=$ • f- ;t/x_Xr;K 

36) 2- (3- (2- (5-^;U-2- (4-7"nii>7x-;i/) *3Mf-V 
-;U-4-^;lz) xh + y) 7x^^^Wt) ftS^f^xXf*, 

37) 2- (3- (2- (5-*f-A>-2- (4 — f V 7*n t£;U7 x-;V) 

25 -9-v*-;u-4 -4 )V) iRy) 7x^;Mf;i/ft) Bf;R • ;*^-;i/JC*-f;K 

38) 2- (3- (2- (5-^fJl'-2-7xx;i/f7v*-/p-4-^;| / ) x 
h^v) 7xx;Mf^f^) • ^f)VxXf)K 
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39) 2- (3- (2- (5->f->U-2- (4-/f^7x^) ^^y- 

40) 2- (3- (2- (5-if^-2-7x^Wt7-;i'-4->f )V) 
5 41) 2- (3- (2- (5-*^fr-2- (4-^>f^7x-^) **-rV* 

42) 2- (3- (2- (5-p<^-2-v?n^*v;W**Hfy-;l/-4 - 

43) 2- (3- (2- (5 2 - (4- ( 2 f;V7*o \£)V) 7*. 
io -;u) *^r^y*-;i/-4 — f/u) xh^» 7x-;Mfji/ft) g^ffi? • * f- 

44) 2 - (3- (2- (5 2 - (4-t-7fJl'7x-;i') 

45) 2- (3- (2- (5-^^-2- (4 -v* n^\* v;W7ai-;i/) * 
15 *-^/-;i/-4 ->f;i/) xh^rv) -7jc~;M xfl^*) ^-^fjl/X^t 

46) 2- (3- (5-^x^-2- (1, Z-y***)-4 >y>-5-4 JU) 

20 47) 2 - (3 - (5 -^^;v-2- (4-^f V7ot>7xx;v) ^^y- 
;l/ _4_^ ;w ^ h^ri/) 7x^)Mfji.ft) gfcg£ • ^^-^x^f-^, 

48) 2- (3- (2- (4->f-;u-2-7oi-^**>9-y*-;i/-5--r;l') 
xh^rv) 7x^;Mf^ft) • ^f^xx-f^K 

49) 2- (3- (2- (5-^^;U-2- (3, 4-y^h^v7x^) * 
25 ^-9-V-;i/-4 -A ;v) xf^y) 7x^;MfW) gfc$ • ^?•;^i*x 
50) 2- (3- (2 - (5 2 - (4-^^Hf^y v>- 1 -4)V) 
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51) 2- (3- (2- (5 2- W*Jy-2 -4*) 

5 52) 2 - (3 - (2 - (5 -^f-A'- 2 - (f*7x 2 — f /!/) 

53) 2- (3- (2- (5 -^f-fl'- 2 - (4 -V* f-frT 5 J 7i^) * 
*^y_;i,_4 -^;l/) i^tJ/) 7i-;M Wt) SK^f^xXf 

10 54) 2- (3- (2 - (5-^f-^-2-v^o^yf-^*^r-9-V-;i/-4 - 

55) 2- (3- (2- (5->^-2->^nynt';vm > /-^-4 - 

56) 2- (3- (2- (5 -^f"^- 2 - (4- (1, 2, 3 -f-TvTV- 
15 ;l/-4-^f;U) 7jl^;U) ^-4 --f ;V) J-b4rv) 7i-Wf 

fl'f-*) BfcB£ • ^fJl'XAfJK 

57) 2- (3- (2- (5 2- (4- {A-***-!, 2, 3- - 
fryry-^-s-'fJi/) **-9-V-;i'-4 -4 ju) xf^» 
7x-;MfHt) IK^f^riK 

20 58) 2 - (3 - (2 - iS-t^P- 2 - 2 ;U) **«9-V-;i/ 

-4 — j£h*S/) 7x-JP^f;i/f*) ftlfc • ^^x^f-A/, 

59) 2- (3- (2- (5-^5^-2- (tf V *J> - 4 -4 
;U-4->fjU) JCh^rv) 7x-jMf*ft) SK'^f^^f^ 

60) 2- (3- (2- (5-^fil'-2-7x^^t > /-;i/-4-^^) 
25 xb^v) 7i-;W^b4rv) ft® • t -7f-JU3.Zf-ns % 

61) 2- (3- (2- (5->f-;U-2- (evy>-3->f;U) t^V- 
;l / _4_^;j / ) xh+y) 7x^JMfil'f*) iK-^f^x^f^K 
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62) 2- (3- (4- f7 , /-;l'-2-^;M h*i/) 
7 fm* 

63) 2- (3- (3- (tT7i-;i/-4--f;l/^ h*v) 7x~;W) y*ntf;u 

5 64) 2- (3 - (3 - (4 - f7'/-^-2->f ;V> 

h + y) 7x-;i/) 7*okf;i/f-^) gi?& 

65) 2- (3- (kf7o:-;P-4 ->f h*v) 7x-;Mfm)ii, 

66) 2- (3- (2- (5 -^f-;W-2-7aL-;u**-9-V*-;W-4 ;u) 

10 67) 2 - (3 - (3- (2- (5 -^f;P-2-7x-;l/t^t7-^-4 - 

68) 2- (3- (2- (t?7x-Jl/-4-^l/) Xh^fy) 7x-^pC^;i/^ 

*) INt 

69) 2- (4-^dd-3- (2- (5-^f;i'-2-7xx;|/t^tv*-jl/ 
15 -4->Ol/) Xf^y) 7xXJMWt) 

70) 2- (4 -^no-3 - (4- (4-^f;i/7x^) f7V*-^-2- 
-ifr* b*v) 7x-)Mf;l/ft) ft®, 

71) 2- (3- (lf7x-*-4— f -4-^DD7x^Wf 
20 72) 2 - (3 - ( (2 E) -3 - (fcf7 4 A/) yn^j^^y) 

73) 2- (3- (3- (lf7xXj|/-4->f^ 7*n#*v) 7x_;Mf;b 

74) 2- (3- (e7xxj|/-4-^^^y) e»J 5 — f /l^^-^-A^ 

25 **) &m> 

75) 2- (3- (4* -7*ntf;Hf7i~;i/-4-^;l'^ b*v) 7x^JM 

ft®, 
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76) 2- (3- (4- 7i-WKi/) 7i-;M 

BHt 

77) 2- (3- (4- 3-^01/) 7^-;i/^ h*v) 7i;;M 
*;i/f-*) ftit 

5 78) 2 - (3 - (4- (1, S-VtZ-VJ >yy-5-4 fr) 7x^;M b 
*v) 7x^;vyWi) gji® % 

79) 2- (3- (4- (t?Vy>-2 -4*) 7jti*/.* 7x^JM 
^?-*) 

80) 2- (3- (4- (1, 3-v**-*M>^>-4--ni>) 7^;Up{b 
10 *v) 7xZWfW) gfcgg, 

81) 2- (3- (2-7x-W , /-JP-4-'f;M f^y) 7i-)M f- 

82) 2- (3- (2- (5 2- (4 -p»^^7i-;l/) 
;|/-4 — f;u) xf#y) ;Vf g|i$? N 

15 83) 2 - (3 - (2 - (2-7*-A'?'7 % /-A'-4-'fA0 i^y) 7x 
-;i/ptf-;i/^^-) ft^ 

84) 2- (3- (2- (2-7x-Wr/Hl/-4->f^) xh^y) y 

85) 2- (3- (2- (5->f"^-2- (1, 3-v**-»M >^>-5 - 

86) 2- (3- (5-^f;l'-2-7x-WW-;i'-4-'fW h*v) 
7*=jm 

87) 2- (3- (3- (5->f;i'-2-7x-WtV-;i/-4-'f;i/) 
7n^y) 7x-^fjl/ft) 8fc$, 

25 88) 2 - (3 - (2 - (5-^f-;U-2- (2-^f^7x^;i') **1fvr- 
;l/-4-^;l/) x|.+y) 71-^^*) gfc$, 
89) 2- (3- (2- (5 2- (3-pif ^7i-;i/) t+^V- 
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)V-4 — tJU) i^y) 7 T-KT-*) 

90) 2- (3- (2- (5 2 - (4-^Kv7x^) **-9"7* 
-;l/-4--f;U) x^y) 7x-iMWt) Bfc&, 

91) 2- (3- (2- (5-^;w-2-7x-;i/;J-*-9-7--;i/-4 -4/10 
5 -5-^no7i-WWt) 

92) 2- (3- (2- (5-^^;u-2-7jc-;u^^r-9-7-;i/-4-'f ;u) 

-2-^JI/7xn/l/;rf^;i/^:j-) 

93) 2- (3- (2- (5-^f;l'-2-7x^tW-;i'-4-'f;l') 

10 94) 2 - (3 - (2 - (5-^fil'-2-7x;;i/m > /-)l'-4-'f;l') 
7n^y) 7x;^fm) 

95) 2- (3- (2- (5-^f^-2-7xa^ty--«'-4-^V) 
ih^y) 7i-;l/pf^;Uf-^) 7n;r/g. t h'j7Ail£, 

96) 2- (3- (2- (5-^^-2- (4-if ^7x-;l/) **-tf-y*- 
15 >l/-4-<OlO x^y) 7x^^fW)'ft», 

97) 2- (3- (2- (5-^/1—2- (4 -7*0 fcf^7x-;i/) **-g-y* 
-;t/-4-4 iu) xh^y) 7xxWfW) BfcSL 

98) 2- (3- (2- (5 2 - (4 -4 V7*n x. =-)]/) * * 
•9-7*- 4 -4 *0 .xh^SO 7xX)Mf;Pft) 

20 99) 2- (3 - (2 - (5-^f^-2-7xx;|/f7/-;i'-4-'f^) x 
h*v) 7x^JMWt) 8fc®, 

100) 2- (3- (2- (5-^f-^-2- (4-7»l/7xx;i/) **-9"7- 
4-4/10 Xf^fy) 7x-JMf;^i) 

101) 2- (3- (2- (5-xffl/-2-7x^;i/mv*-)l'-4-'f;i') 
25 x^y) 7xXJMWi) gt=gL 

102) 2- (3- (2- (5-^f-^-2- (4-^>f^7xx;i/) **-*f7 
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103) 2- (3- (2- (5-^f-^-2-v^n^^v;u^-^HfV-;i/-4_ 

104) 2- (3- (2- (5-^^-2- (4- 7x 

5 105) 2- (3- (2- (5-^-^^-2- (4- t - 7*f ^7x^Jl/) ^-9- 
7*-;i/-4-'OiO ^h*v) 7*^;M^;i/^*) gf-^ 

106) 2- (3- (2- (5-^f-;W-2- (4-->^n/v^rv;i/7jL-;i/) * 

3MJ-v-;u-4->fnO x^y) 7x-^^fwt) 

107) 2- (3- (5-*f-;u-2- (i, s-s^^mmv^-s-'Tao 

10 ^-^•9-V-;l'-4 -4 h+v) 7ix>MWt) tfc$L 

108) 2- (3- (5-^^-2- (4-4 V7*Olf*7xi»') sJ-^MJ-V- 

109) 2- (3- (2- (4 - ^f Jl/- 2 - 7xx^ W-;!'- 5 -'f ^) 
x^y) 7x-;MWt) g£$, 

15 110) 2- (3- (2- (5-*f-;W-2- (3, 4-vV h*->7x-A0 * 
*-9-y~-;u-4 ->f AO xf^y) 7ai-;i/^f-;i/f-^) ftK. 

111) 2- (3- (2- (5->f-;U-2- (4-^f^^7y>- 1 -4 AO 
^-4r^y*-;w-4 ->f AO x^y) 7x-;mw^) gfc$L 

112) 2- (3- (2- (5-^;U-2- (e'JyV-2-^^) **^7- 
20 )\s-4-<i)V) x^y) 7x-)l/^W^) SfcBS. 

113) 2- (3- (2- (5-*^A<-2 - (f*7xV-2-^) 

114) 2- (3- (2- (5-^f-;l/-2- (4-y^W^7x-Jl/) * 
3MJ-V-A/-4 A/) Xh+yj 7x;WWt) gfegL 

25 115) 2- (3- (2- (5-^;W-2-v*n^>^/i/**-fr7*-;u-4- 
>f;U) x^y) 7xx^fji/ft) gfc$, 

116) 2- (3- (2- (5->^-2-v?n7ntf;i'**-9-V*-;l'-4- 
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117) 2- (3- (2- {5-* J f-*-2- (4- (1, 2, 

7i-^) ^^^y-;U-4-^f;W) x^y) 7xXiMf 

5 118) 2- (3- (2- (5-^^;i/-2- (4- (4 -^f-A'- 1 , 2, 3- 

119) 2- (3- (2- (5 ->f-^-2 - (77>-2->f^) t^t7-^ 
-4--f;l/) xh4r'» 7i-^^Wt) 
10 120) 2 - (3 - (2 - (5-^fJl/-2 - (f'Jy>-4-^ ^) t^rty- 

;V/ _4_ /f;v ,) jch^rv) 7 xd/u* fft& 

121) 2- (3- (2- (5-^fJl'-2-7xxWW-;l'-4-'f^) 
xf+y) 7xX)M h*v) ft®, 

122) 2- (3- (2- (5-^^;U-2- (If V 5»-3 -4 *) 

15 ;w-4--r;w) xb^v) 7xx)MWt) 

123) 2- (3- (2- (5-^f^-2-7xx^^rtv-^-4-'fJl/) 
xb^y) 7 ji-;u>f-;i/f-^-) - 2 ->f^7nA'>^ . Xf-;i/XJ*y-;K 

124) 2- (3- (2- (5-^f^-2-7x^mV-^-4-f;l') 
■x^h^rv) 7x^JMf;l^ft) -2 -^"^^7*nyCV|g, 

20 125) 2- (3 - (2- (5-*f-A'-2- (1, 3-v?*3MM >r>-5- 
*Wf-*-4-<(*') xf^y) 7xiWF*'» W&L • t-7 

126) 2- (3- (2- (5-^f-;w-2- (i, 3 -y***M yyy- 5 - 

4*) *W/-*-4-4>l') x^y) 7xxjMF^y) 
8. 
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1) 6- (3- (4- (4-^fJV7x-)l/) fT7-JV-2-fWh^rv) 

2) 4- (3- (4- (4-^f^7x-;l/) f-T ♦/-*/- 2 ->f fr* \> * v) 
5 3) 6- (2- (4- (4-^f^7x-;l/) f-T V*-^- 2 --f h 4rv) 

4) 2- (5- (k'7x-^-4-^;M h*v) -2--Fo7x-Wf;i/ 

5) 2- (3 - (tT7x.-;U-4--f^pt b*i/) - 4 b n y 
10 Bfc$ • ^f-^xf-;^ 

6) 2- (3- (2- (5-^f-;i/-2- (4-h';7;u^D^^-;i/7oL^;u) 

7) 2- (3- (2- (5-^f-;i/-2- (4-7)^D7x-JP) t+^V- 

15 )i>-4-4)v) 7x-;MWt) 

8) 2- (3- (2- (5-^f-^-2 - (4-7on7x;;l/) **-9-7-;w 
-4-^^) .xb*v) 7ot^;W^^;l/^^-) Slf^f^xxf^ 

9) 2- (3- (2- (5-^;U-2-7ai^**^y-;i/-4-'Ol') J. 
b^rvO 7x-;u) -2-^^7"n^>^.^f^7iK 

20 10) 2- (3- (2- (5 - (4--hD7x-;V) t^W- 

11) 2- (1- (3- (2- (5 -p<f-^-2-7xci;i/^^^y--;l/-4 - 
-f;U) xh+v) 7i-^) xf;l/ft) H^f^xXf^ 

12) 2- (3- (2- (5-H;7;w*n^;u-2-7i-;w**^y-.n/ 
25 -4--01') .xh*v) 7 x— rt^f-;^:*) ^• ^fjn^f 

13) 2- (3- (2- (5-^;t'-2- (2, 2-/7WD-1, 3-v 
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14) 2- (3- (2- {5-*+)U-2- (2, 3, 5, 6-f^77WD 
5 15) 2 - (3 - (2 - (5-^^-2 - (3-^no-4-^f Jl/7x^;i/) 

i 

16) 2- (3- (2- (5-*f-*-2- (4-HJ7Wn^l> + v/7xz 
10 xXx>K 

17) 2- (3- (2- (5 2- (3, 4, 5-hV^h^v7i- 
fr) *#-fr v /-/i/-4-'f ;p) xh^fv) 7x-=.;i/*^;w^*) gt^-^f-^ 
x*xJK 

18) 2- (3- (2- (5-^f-JU-2- (4-^f-;l^*7j:-;W) ^-^r^ 

19) 2- (3- (2- (5 ->f-;U- 2- (3-xhD-4-^f^7xx^) 
*4Mf-V-;U- 4 — f ^) x^y) 7xx;Mf;Vft) fti-^^xx 

20) 2- (3- (2- (5->f-;U-2- (1, 3 5 - 
20 <in<) *#-9-y*-;i/-4-'f;i/) x^v) gti-^f^f^ 

21) 2- (3- (2- (5 ->f-^-2 - (3, 4, 5 - b V * h*v7i- 
fr) irk^-V-fr- 1-4 )V) xh + y) 7xx;i/) 6fc$ • ^ ^x^-f^K 

22) 2- (3- (2- (S-*1-)U-2- (4-b'j7;l'to^l.^y7xX 
)V) fr-A-Jfr) xh^>) 7ac-;l/) ftl^f^xxfJK 

25 23) 2 - (3 - (2 - (5 2- (2, 2-^7^0-1, 3-v 

^^MM >^>-5 **-9-y*-;i/-4 -'Ow) x^y) 7x-jp) 
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24) 2- (3- (2- (5 - (4-f'j7^n^fW7x 

25) 2- (3- (2- (5 ->f-^-2 - (4->7/7x-;i/) t^V- 
5 ;U-4-W;l/) xh^v) 7xx;MfWt) ftR • ^ f-^i^r ^ 

26) 2 - (3- (2- (5-^^-2- (4-V^DA^y^7ix^) * 
*<J-y*-;u-4 ->f )V) x^y) 7x-;U) ffiS'^fA/XXfJK 

27) 2- (3- (2- (5 2- (4 -V* \ J 7ix^) * 
ScW-fr-A -A JU) x^y) 7xx;l/) gfc$ . f-;i/i^-f;K 

10 28) 2 - (3 - (2 - {5 2- (f^7x>-2-'fJl') **-9-V 

29) 2- (3- (2- (5 -^^-2 - (77>-2->f^) 
-4--f;l^) xh^py) 7i-)H gfcgg ' ***3.7> J f-*s 

30) 2- (3- (2- (5-^^;i/-2- (e'J^>-2 — 
15 )V-A-4)V) x^y) 7i-;i/) gfcg£ • ^f-JVx^fiK 

31) 2- (3- (2- (5-^^;U-2- (4-^f-^-l, 2, 3-f7y 
TV-;i/-5-^ /u) ^•+^y-;i/-4-'f;i/) ^h+v) 7x-;u) gfcg . 

32) 2- (3- (2- (5-*f-^-2- (2, 3, 5, 6-f F77WD 
20 -4 -*1-)l<73L-P) **^V-)\>-A-4 fr) -xb*v) 7xxfl/)ftj|. 

33) 2- (3- (2- (5-^f-;U-2-v^n^4rv;Wt^V-;i/-4 - 

34) 2- (3- (2- (5-^>U-2-v?n^>-^*4r^y-;i,-4 - 
25 -fAO X^y) 7xx^) ^^f^f^ 

35) 2- (3- (2- (5-^f-;W-2- (tT'J v>- 3 -4 to) 
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36) 2- (3- (2- (5 2- V V >- 4 -- f *) **-9-y*- 

37) 2- (3- (2- (5-^;U-2- (4 -J*** 1 -<f ;W) 

5 38) 2 - (3 - (2 - (5-^;U- 2 - (4-^Wt7x-^) ^-^^ 
y-;i/-4-^^) x^y) 71-^) 8fcB£ • ^f-^^r.'K 

39) 2- (3- (2- (5-^f^-2-y^n7 , nb>W/-^-4 - 

40) 2- (3- (2- (5 2- (#^^-2-^^) 
10 ;i/-4--OW -x.h*'» 7i-)l/) gf=$ • ^f;i/X7fiK 

41) 6- (3- (4- {A- *W7 a.-*) ^TV*-;U-2 --f;Upt h*v) 
7x-;u) ^^r-9->^ 

42) 4- (3- (4- (4-^f;l'7i^) f7V*-il'-2->f;M h*v) 
7i-M 7^>$, 

15 43) 6 - (2 - (4 - (4-^^-Jl/7x-;i/) f7V-iV-2 -'OW* }>*:>) 

44) 2- (5- (tT7oi-;U-4-^;l/^ h^rv) -2--hH7x^;Mf 

45) 2- (3- (tf7x-;U-4-^;W^ h*v) -4--hH7x-^^f 
20 **:*) 

46) 2- (3- (2- (5->^;U-2- (4-h'j7^tn^f jV7x^) 

**-9-v*-;u-4->Oi') ^h^r-» 7x^)1/^)^*) Bft& 

47) 2- (3- (2- (5-^f-;W-2- (4-7Hd7x-JP) 
-;l/-4-^;i/) J.h^v) 7x^JMfWt) gfc$, 

25 48) 2 - (3 - (2- (5-^f-;P-2- (4-^nU7x^) ^^r^V*- 
;U_4_>f;U) x^y) 7xX)Mf;l/f^) g£$ % 

49) 2- (3- (2- (5-^^;w-2-7x-;wt+^y*-;i/-4-'r;i/) 
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xh^y) y^~p) JVyo/Ot, 

50) 2- (3- (2- (5-^^-2- (4--hn7x^) **^V*- 

51) 2- (1- (3- (2- ( 5 f-^- 2 -7x^H^ty-^- 4 - 
5 4)V) xh^i/) 7x-;«/) 

52) 2- (3- (2- (5-hV7^in>f;i/-2-7x^t^V , -;i' 

53) 2- (3- (2- (5-J*-^U-2 - (2, 2-V7fl/tn-l, 3-v> 

10 ^;i^*) BfeBg, 

54) 2- (3- (2- (5-p<f-;U-2- (2, 3, 5, 6-fF77Wo 
-4-^f^7x-^) ^-^y-;W-4-^f^) i|«^y) 7x-^f;i/ 

55) 2- (3- (2- (5-p<^^-2- (3-?nn-4-^ Wx-;V) 
15 jr^V-fr-l-J )V) xh+v) 7x-^^Wt) gfcgL 

56) 2- (3- (2- (5-^f-^-2- (4 - HJ7^n^ F^v7x^ 
fr) Ir^V-fr-A-J )\<) x^y) 7x-WfW) 

57) 2- (3- (2- (5 ->f-;U-2 - (3, 4, Rv7x- 
;W) **^y-^-4-'f^) i^v) 7x-)Mf^ft) 

20 58) 2- (3- (2 - (5 2 - (4 -* f;i/f*7xx;P) 
V-;U-4-'Ol') xh^-y) 7x^WfHt) 

59) 2- (3- (2- (5-^f-^-2- (3--hn-4-^f ^7x^) 

60) 2- (3- (2- (5-^f-^-2- (i, z-v**4t4yyy-5 - 
25 >f;U) *^y-^-4->f A>) xh^fy) 7xx;p) 

61) 2- (3- (2- (5->?-;l>-2- (3, 4. 5 - h 'J ^ ^y7xx 
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62) 2- (3- (2- (5-^;l/-2 - (4-l^V7;i/tD^ h^y7x^ 

63) 2- (3- (2- (5-^^;w-2- (2, 2-^7^d-i, 3--7 
5 ft®. 

64) 2- (3- (2- (5-^^-2- (4- h'J7^o>fW7x 
-;u) 4-4/1') x|«+y) 7x-;Mf^ft) gf=$L 

65) 2- (3 - (2- (5 2- (4-yT/'7xz;p) -j-^y- 
;i/-4-4;i/) x>^ri/) 7x-«/^fHt) gfc&> 

10 66) 2- (3 - (2 - (5 -^f-;U-2- (4->^DA^fy;i/7x-;l/) * 

*-9-V-;i/-4 --f;i0 x^y) 7x-;i/) ft®, 

67) 2- (3- (2- (5 -^f-^-2 - (4 -y^f 7 7x-;i/) * 

68) 2- (3- (2— (5-**-*-2- (ft7x>-2-^l/) *^r-9"!/ 
15 -;i/-4 — f/i/) xKv) 7x-;w) 

69) 2- (3- (2- (5-^^;U-2- (75>-2-^;V) **"9"y*-;U 
-4-4*) x^y) 7xx;v) ft^ 

70) 2- (3- (2- (5 -^f-^-2 - (tf'J Vy-2 -4 to) 
iV-A-jiV) ib^y) 7x-)l') gfcgU 

20 71) 2 - (3 - (2 - (5->^-2- (4-^f-;i/-l, 2, 

7 , /-*-5-^A') ^-^•9-V-;i/-4-^;W) x^y) 7ixjl/) ffc^ 

72) 2- (3- (2- (5-*1-)V-2- (2, 3, 5, 6-f h77^D 
-4-^f^7xXjl/) ^^^y-; U _ 4 _^;v) i^y) 7i-/W) ffcgL 

73) 2- (3- (2- (5-*f-JU-2-*s9u<»>*i/ju*W'S— JI/-4 - 
25 4*) x^y) 7xx^) |f:$, 

74) 2- (3- (2- (5-^;W-2-->?n^>f-;U** , 9-y-;i'-4 - 
xf;i/) x^y) 7x-;i/) gfc$ x 
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75) 2- (3- (2- (5 2- (tf'J -A fr) **-9-V- 

;w-4->f;i/) xk-» 7x-jW 

76) 2- (3- (2- (5 2 - V 5? >- 4 ->f ttt'/- 

5 77) 2 - (3- (2 - (5 2- ( 4 f-^tf^yv? >- 1 --f ;i/) 
f77-Jl/-4-^) xh^y) 7x-^) Bfc^ 

78) 2- (3- (2- (5-^f-;U-2- (4-^Wt7x;;P) 
y~;u-4--f )V) x^y) 7i-^) 

79) 2- (3- (2- (5->f^-2-v^nyne;l/my-;P-4- 
10 >f;w) X^y) 7x-^) 6fc$L 

80) 2- (3- (2- (5-^^-2- (*JV>-2-<ifr) t*^/- 
;V-4--f ;U) xf^y) 7x-*) gfc$, 

81) 5- (3- (2- (5-^fJl'-2-7xx;i/tH«/-;i,-4-^l/) 
J.h^r>» 7xxj|/) -2, 4-^7VVS>>S>*> % 

15 82) 2 - (3 - (2 - (5 -^f-;W-2- (3 - b V 7;W*np< Ky7xx 

A- 4 P) ^b*v) 7x-fl/) ^ • 

83) 2- (3- (2- (5->f-;W-2- (2-h'J7Ho^ ^y7x- 
)V) 4-4 )V) xh + y) 7x-;i/) ||^f)l/XXf^ 

84) 2- (3- (2- (4-^f;l'-2-7x-;l/tW-;l'-5-'fil') 
20 xh^y) 7x-^) Sl^f^xXfiK 

85) 2- (3- (2- (5-^f-;W-2- (3 - b U b*v7x^ 
;W) **1f»/-A'-4—f*) xh4r-» 7x^) gf:& 

86) 2- (3- (2- (5-P«^;l/-2- (2-f'j7HD^l«^y7x^ 
Jl/) **^*/-JP-4->f JU) xl>^ y ) 7x-^) gf=&, 

25 87) 2 - (3 - (2 - (4 f-JU- 2 -7xX^W-Jl/- 5 ->f ;U) 
.xb*v) 7xx^) gfc$, *fcli**if>©2Mltttt, *fctt-Hlfe<0#*O& 
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Sequence Listing 
<110> 0N0 Pharmaceutical Co., Ltd. 

<120> Carboxylic acid derivatives and medicines containing the same as the active 
ingredient 

<130> ONF-2923PCT 

<150> JP 10-058444 

<151> 1998-03-10 

<150> JP 10-087560 

<151> 1998-03-31 

<160> 3 

<210> 1 
<211> 85 
<212> DNA 

<213> Artificial sequence 
<220> 

<223> Enhancer sequence including 4 times repeated Gal4 protein response 
sequences 

<400> 1 

tcgacggagt actgtcctcc gcgacggagt actgtcctcc gcgacggagt actgtcctcc 60 
gcgacggagt actgtcctcc gagct 85 

<210> 2 
<211> 9 
<212> PRT 
<213> Unknown 
<220> 

<223> Nuclear localization signal derived from SV-40 T-antigen 
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<400> 2 

Ala Pro Lys Lys Lys Arg Lys Val Gly 
1 5 

<210> 3 
<211> 9 
<212> PRT 

<213> Influenza virus 
<220> 

<223> hemagglutinin epitope 
<400> 3 

Tyr Pro Tyr Asp Val Pro Asp Tyr Ala 
1 5 
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